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L4 ANSVSn 1 OF 19 CAPLUS OOPYRIGBT ZOOS ACS on STN 

AN 2003:786593 CAPLUS 
UN H0:156713 

TI Discovery of novel benzothiasolssulf aaamides as potaat inhibitors of HIV-1 
protease 

AU Nagarajan, Srialvasan K.i De Crescenzo, Car/ A.; Gatjaaa, Daniel ?.i Lu, 
avsng-Fun; Sikorski, Janes A.) Valker, Jeffrey L. i McDonald, Joseph J.i 
Houseoaa, Kathryn A.i Kocan. Geralyn P.i Kishore, Nandinlr Hebta, Pramod 
p. I Funkes-Shippy, Christie L. ; Blystone, Lisa 

C5 Pfizer Global Research and Development, Pfizer Inc., Chesterfield, HO, 
63017, USA 

SO Bioorgaaic k Medicinal Chemistry (2003), 11(22), 4769-4777 

OODEN; BMBCEPf ISSN: 0968-0896 
PB Blsevlar Ltd. 
DT Journal 
LA English 

AB The human iBaaaodftficiancy virus (HIV) has bttn shown to ba tha causative 
agtnt for AIDS. The HIV virus ancodes for a unique aspartyl protease that 
is essential for the production of enzymes and proteins in the final stages 

of 

maturation. Protease inhibitors have been useful in combating the 
disease. The inhibitors incorporate a variety of isosteres including the 
hydroxyethylurea at the protease cleavage site. Ve have sbovn that the 
replacemant of t-butylurea noiaty by banzothiazolasulfonamide provided 
inhibitors vith inprovad potency and antiviral activities. Son« of tb* 
coopds. have shown good oral bioavailability and half-lifa In rats. The 
synthesis of benzotbiazola derivs. lad us to explore other bctarocyclts. 
During the course of our studies, va also developed an efficient synthesis 
of benzothiazoIe-6-sulfonic acid via a two-step procedure starting from 
sulfanilamide. 

IT «5«236-l3-4P «5S23«-22-SP 

RL: PAC (Pharmacological activity); PKT (Pharmacokinetics); SPN (Synthetic 
preparation)} THU (Therapeutic use) i BIOL (Biological study); PREP 
(Preparation); USES (Uses) 

(preparation and antiviral structure-activity relationship novel 
benzothiazolesulfonamides as potent inhibitors of HIV-1 protease) 

RN 656236-13-4 CAPLUS 

CN Propanamide, N- ( (IS, 2R) -3- [ ( (2-aiiuLno-6-benzothiazolyl)sulfonyl) (2- 
methylpropyl) amino] -2- hydroxy- 1- (phenylmathyl) propyl} -2-mttbyl-3- 
(methylsulfonyl)-, (2R)- (9CI) (CA INDEX NAME) 

Absolute staraoehemistry. 




RN 656236-22-5 CAPLUS 

CN Propanamide, N-( (1S,2R) -3-( (6-benzothiazolylsulfonyl) (2- 

fflethylpropyl) amino) -2-hydroxy-l- (phenylmethyl) propyl] -2-metbyl-3- 
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(netbylsulf ooyl) (2R)- (9CI) (CA INDEX HAHS) 

Alasoluta staraocheodstry. 
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L4 ANSWER 2 OF 19 CAPLUS COPTOIGHT 2005 ACS on STN 
AN 2001:25780 CAPLUS 
ON 134:86548 

TI Preparation of hatarocyclylcarbonyl amino acid bydroxyethylamino 

sulfonamide retroviral protease inhibitors 
IN Getxnan, Daniel P.; De Crescenzo, Gary A. » Freskos, JohnN.; Vazquez, 

Michael L.; Sikorski, James A.; Deyadas, Balekudru; Nagarajan, Srinivasan; 

Brown, David L.; McDonald, Joseph J. 
PA G.D. Searle and Co., USA 

SO U.S., 85 pp., Cont.-in-part of U. S. Ser. No. 402,419, abandoned 

CCDEN: USXXAM 
or Patent 
LA English 
FAN.CNT 3 

PATENT NO. KIND DATE APPLICATION NO. DATE 



PI US 6172101 Bl 20010109 US 1998-894984 19980423 

WO 9628465 Al 19960919 VO 1996-US2683 19960307 

V: AL, AM, AT, AU, AZ, BB, BG, BR, BY, CA, CM, CN, CZ, DE, DK, EE, 

ES, FX, GE, GE, HU, IS, JP, KE, KG, KP, KR, K2, LK, LR, LS, LT, 

LU, LV, MD, MG, HK, MN, MW, MX, NO, N2, PL, PT, RO. RU, SD, SE, 
SG, SI 

R¥: XE, LS, MW, SD, SZ, UG, AT, BE, CH, DE, OK, ES, FI, FR, GB, GR, 

IE, IT, LU, MC, NL, PT, SE, BF, BJ, CF, CG, CI, CM, GA 
PRAI US 1995-402419 B2 19950310 

VO 1996-US2683 V 19960307 

US 1995-474117 A2 19950607 

OS HARPAT 134:86548 
GI 
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retroviral infection or the spread of a retrovirus, and treatment of a 
retroviral infection. Thus, II vas prepd. by a multistep synthetic 
sequence starting from N-protected-L-phenylalanine, -L-isolaucine, 
-L-proline, isobutylamine, and 1, 3-benzodloxole. The prepd. 
heterocyclylcarbonyl amino acids were tested via an HIV inhibition assay. 

IT lS3S5a-»2-«P 

RL: BAC (Biological activity or effector, except adverse); BSU (Biological 
study, unclassified); SPN (Synthetic preparation); THU (Therapeutic us*) } 
BIOL (Biological study); PREP (Preparation); USES (Uses) 

(preparation of heterocyclylcarbooyl amino acid bydroxyethylamino 
sulfonamide retroviral protease inhibitors) 
RN 183553-92-6 CAPLUS 

CN Propanamide, 2-amlno-N-( (IS, 2R)>3-[ (1,3-benzodioxol-S-ylsulfonyl) (2- 

netbylpropyl) amino] -2-hydroxy-l- (phenylmethyl) prcfiyl] -3- (natbylsulfonyl) 
Bonohydrochloride, (2R)< (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 





AB Heterocyclylcarbonyl amino acids, such as I [Rl - alkyl, alkenyl, alkynyl, 
etc.; R2 - alkyl, arylalkyl, alkylthioalkyl, arylthioalkyl, etc.; R3 - 
alkyl, cycloalkyl; R4 - aryl, btteroaryl; RIO - H, alkyl, nitrogen 
protecting group, etc., X " OQ, bond], were prepared for pharmaceutical w 
as HIV protease inhibitors for inhibiting retroviral proteases, such as 
human inaunodafielency virus (HIV) protaasa, prophylactically preventing 



• HCl 



ie3SS3>90-4r 183SS3-91-SP 

RL: RCT (Reactant) ; SPN (Synthetic preparation) i PREP (PreparaUos) i RACT 
(Reactant or reagent) 

(preparation of haterocyelylcarbooyl amino acid hydroxy* tfaylami no 

sulfonamide retroviral protaasa lobibitors) 
183553-90-4 CAPLUS 

Carbamlc acid, [ (IR) -2-t t (IS, 2R)-3-t (l,3-btn2odloxol-5-ylsulfonyl) (2- 
raethylpropyl) amino] -2-bydroxy-l- (phenylmathyl) propyl] amino] -1- 
( (methyl thio) methyl] -2-oxo«U(yl)-, 1, l-diaetbylethyl aster (9CI) (CA 
INDEX NAME) 



Absolut* steraechemlstry. 
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RN 183553-91-5 CAPLUS 

CN Carbamic acid, ( (IR) -2- ( ( (IS, 2R) -3- [ (1. 3-benzodioxol-S-ylsulf ooyl) (2- 
m«thylpropyl) amino] -2-liydroicy--l- (phaaylmatfayl) propyl] amino] -1- 
((m«thylsulfoQyl)aathyl]-2-oxo«thrl]-, 1, l-dlmathyl«tfayl aatar (9CI) <CA 
INDEX NAME) 

Absolute 9t*r«ocbt0i8try. 
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AN 2001:10084 CAPLUS 
UN 134:71903 

TI Preparation of sulf onylalkanoylamiao hydroxyetbylaaino sulfooanidt 

retroviral protease inhibitors 
IN Getoan, Daniel P.f Decresceazo, Gary A. i Freskos, John N.i Vaxquez, 

Hichael L.I Sikorskl, Janes A.i Devadas. Balekudruf Nagerajan. Srlaivasani 

HcDeaald, Joseph J. 
PA G.D. Searla and Co., USA 

SO U.S., 62 pp.. Coot. -la-part of U.S. Ser. No. 401,838, abaodoaed. 

CODEN: USXXAM 
DT Patent 
LA English 
FAH.CMT 4 
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Al 
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Al 
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OS HARPAT 134:71903 
GI 




AB Sulfonylalkanoylamioo hydroxyetbylamino sulfonaoide conpds. 

RSS(0)t(CH2)aCHRlCONKCHR2CH(QH)CH2NR3S02R4 (Rl - H. alkyl, alkanyl, 
alkynyl, hydroxyalkyl, alkosyalkyl, cyanoalkyl, CH2C0NH2, (3I2CH2CGaoi2, 
CH2S02NH2, CH2SHe, CH2SaHe, CII2S02Hef R2 - alkyl, aralkyl, alkylthioalkyl, 
arylthioalkyl, cycloalkylalkyli R3 - alkyl, cycloalkyl, cycloalkylDethyli 
R4 - benzo-fused beteroaryl or heterocyclyl> R5 - alkyl, alkenyl, alkynyl, 
aryl} t - 0-2) vere prepared as retroviral protease inhibitors. Thus, 
N-t2R-hydroxy-3-( (2-raethylpropyl) ( (1, 3-benzodioxol-5-yl) sulfonyl] 8JttiDo]-lS- 
(pbenylmethyl) propyl] -2S-methyl-3~ (methylsulfonyl)propanaaide vas prepared 
and assayed for HIV protease inhibitory activity (IC50 - 2 nM; EC50 - 20 
oH) . The corresponding aethylsulfioyl derivative I (clained conf>ouod) 

shoved 

IC50 values 2 and 7 nH and EC50 values 52 and 80 oM for the two isomers . 
IT 174303-66-3P 183004-72-OP 1S3004-73-1P 
183004-74-2? ie3004-75-3P 183004-76-4? 
183004-77-59 183004-78-6? 183182-29-8? 

RL: BAC (Biological activity or effector, except adverse)! BSU (Biological 
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study, unclassified) I SPN (Synthetic preparation) ; THU (Therapeutic use)? 
BIOL (Biological study) i PREP (Preparation); USES (Uses) 

(prepn. of aulfonylalkanoylaalno hydroxyetbylamino sulfonamide 
retroviral protease inhibitors) 
KH 174303-66-3 CAPLUS 

CN Propanamlde, N- [ (IS, 2R) -3-[ (l,3-benzodioxol-5-ylsulfonyl) (2- 

methylpropyl) amino] -2-bydroxy-l- (phenylmetbyl) propyl] -2-methyl-3- 
(methylsulf onyl) -, (2S)- (9CI) (CA INDEX NAHB) 

Absolute stereocheioistry. 




RN 183004-72-0 CAPLUS 

CN Propanaraide, N-[ (1S,2R) -3-[( (2, 3-dihydro-l, 4-b«nzodioxln-6-yl}8Ulfonyl} (2- 
methylpropyl) amino} -2-hydroxy-l- (phenylraethyl) propyl} -2-metbyl-3- 
(methylsulfonyl)-, (2S)- (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 




Ph GH 



RN 183004-73-1 CAPLUS 

CN Propanamide, N-( (1S,2R) -3-[ (6-benzothiazolylsulfonyl) (2- 

methylpropyl) amino] -2-hydroxy-l- (phe nylme thy 1) propyl] -2-Bethyl-3- 
(methylsulfonyl)-, (2S)- (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 




Ph OH 



RN 183004-74-2 CAPLUS 

CN Propanamide. N-[ (IS, 2R) -3- [ (1, 3-benzodioxol-S-ylsulf ooyl) (2- 
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methylpropyl) amino] -2-hydroxy-l- (phenylnethyl) propyl] -2-nethyl-3- [ (R) 
methylsulfinyl]-, (2S)- (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 




RN 183004-75-3 CAPLUS 

CN Propanamide, N-( (IS, 2R) -3-1 ( (2, 3-dihydro-5-benrofuranyl) sulfonyl] (2- 
methylpropyl) amino] -2-hydroxy-l- (phenylmethyl) propyl} -2-methyl-3- 
(methylsulfonyl)-, (2S)- (9CI) (CA IHDBC NAME) 

Absolute stereochemistry. 




RN 183004-76-4 CAPLUS 

CN Carbamic acid, {S-[ [{ (2R,3S) -2-hydroxy-3-( ( (2S)-2-metfayl-3- 
(methylsulfonyl) -1-oxopropyl] amino] -4-phenylbutyl] (2- 
methylpropyl) amino] sulfonyl] -lH-benzlnidazol-2-yl]-, methyl ester (9CI) 
(CA INDEX NAME) 

Absolute stereochemistry. 




Ph OH 



RN 183004-77-5 CAPLUS 

CS Propanamide, N-( (IS, 2R) -3- [( (2-amino-6-benzothiazolyl) sulfonyl) (2- 
methylpropyl) amino] -2-hydroxy-l- (phenylmethyl) propyl) -2-methyl-3- 
(metbylsulf onyl) -, (2S)- (9CI) (CA INDSC NAME) 

Absolute stereochemistry. 
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Ph OH 



RN 183004-78-6 CAPLUS 

CH Propaoanid*, N- [ (IS, 2R) -3-[ (5-b«nzotbiazolyl9ulf onyl) (2- 

BMthylpropyl) asdao) -2-liydroxy-l- (phanylnaUiyl) propyl] -2-atthyl-3- 
(matfaylsulfooyl) (2S)- (9CI) (CA INDEX NAKB) 

Absolutt startochanistry. 




RN 183182-29-8 CAPLUS 

CN Propananide, N-( (lS,2R)-3-[ (l,3-baazodioxol-&-yl3ulfonyl} (2- 

Dathylpropyl) amino} -2-hydroxy-l- (phenylmatbyl) propyij -2-n«tbyl-3- [ (S) 
mathylsulfinyll-, (25) - (9CI) (CA INDEX NAHE) 

Absoluta 9t«raochenistry. 




IT 1S3004-99-1P lB3005-01-ap 

RL: RCT (Rvactsnt) ; 5PN (Synthetic preparation); PREP (Praparation) i RACT 
(Raactant or reagent) 

(preparation of sulfonylalkanoylanlno hydroxyatbylamioo sulfonamidt 
retroviral protease inhibitors) 
RN 183004-99-1 CAPLUS 

CN Ethanethloic acid, S-( (2S)-3-[ [ (1S,2R) -3-C (l,3-baniodiOKol-5-ylsulfcnyl) (2- 
methylpropyl) amino) -2-bydroxy-l- (phenylmetfayl) propyl} amino] -2-mathyl-3- 
oxopropyl] ester (9CI) (CA INDEX NAME) 
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Absolute stereocheiaistry. 




RN 18300S-01-8 CAPLUS 

CH Propananide, N-[ (lS,2R)-3-( (l,3-baazodioxol-5-yl9ulfoQyl] (2- 

matbylpropyl) aaiao) -2-bydroxy-l- (pbaoylaathyl) propyl] -2-matfayl-3- 
(madiyltbio)-, (2S)- (9CI) (CA INDZX NAHB) 

Absoluta staraochaiaistry. 
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AN 2000:821607 CAPLUS 
UN 133:350519 

TI Synthesis of bis-amlno acid hydroxyatbylaBino sulfonamide retroviral 

protease inhibitors 
IN Getnan, Daniel P.i Decrescenzo, Gary A. i Fresleos, JohnN.i Vazquez, 

Michael L.I Sikorskl, James A. > Devadas, Balekudru; Nagarajan, Srinlvasan 

Raj) Brovn, David L.i McOoQald, Joseph J. 
PA G.D. Searle and Co., USA 

SO U.S., 148 pp., Cont.-in-part of U.S. Ser. No. 402,450, abandoned. 

CODEN: USXXAH 
DT Patent 
LA English 
FAN.CNT 3 

PATENT NO. KIND DATE APPLICATION NO. DATE 



PI 


US 


6150556 






A 




20001121 




US 1995-479071 




19950607 




CA 


2215025 






AA 




19960919 




CA 1996-2215025 




19960307 




WO 


9628464 






Al 




19960919 




WO 1996-US268 5 




19960307 






V: AL, 


AM, 


AT, 


AU, 


AZ, 


, BB, BG, 


BR, 


, BY, CA, CH, CN, 


CZ, 


DE, DK, EE, 






ES, 


Fl, 


GB, 


GB, 


HU, 


, IS, JP, 


KE, 


, KG, XP, XR, KZ, 


LK, 


LR, LS, LT, 






LU, 


LV, 


MD, 


KG, 


HK, HN, HV, 


MX, 


, NO, NZ, PL, PT, 


RO, 


RU, SD, SE, 






SG, 


SI 






















RW: KE, 


LS, 


Mtf, 


SD, 


SZ, 


, UG, AT, 


BE, 


, CH, DE, DX, ES, 


ri. 


FR, GB, GR, 






IE, 


IT, 


LU, 


MC, 


NL, 


r PT, SB, 


BF, 


, BJ, CF, CG, CI, 


CM, 


GA, GH 




AU 


9653561 






Al 




19961002 




AU 1996-53561 




19960307 




AU 


704360 






B2 




19990422 












BR 


9607543 






A 




19971223 




BR 1996-7543 




19960307 




EP 


B 1354 3 






Al 




19971229 




EP 1996-910337 




19960307 






R: AT, 


BE, 


CH, 


DE, 


DK, 


, BS, FR, 


GB, 


, GR, IT, LI, LU, 


NL, 


SE, PT, IE, 






SI, 


LT, 


LV, 


FI 
















CN 


1196732 






A 




19981021 




CN 1996-193618 




19960307 




JP 


11501921 






T2 




19990216 




JP 1996-527649 




19960307 




EP 


1076062 






Al 




20010214 




EP 2000-114911 




19960307 






R: AT, 


BE, 


CH, 


DE, 


DK, 


, BS, FR, 


GB, 


, GR, IT, LI, LU, 


NL, 


SE, PT, IB, 






SI, 


LT, 


LV, 


FI 
















EP 


1168766 






Al 




20020320 




EP 2001-129219 




19960307 






R: AT, 


BE, 


CH, 


OS, 


DK, 


, BS, FR, 


GB, 


, GR, IT, LI, LU, 


NL, 


SB. PT, IB, 






SI, 


LT, 


LV, 


FI 
















PL 


185108 






Bl 




20030228 




PL 1996-322163 




19960307 




PL 


18S543 






Bl 




20030530 




PL 1996-352508 




19960307 




EE 


4376 






Bl 




20041015 




BB 1997-200 




19960307 




CZ 


294966 






B6 




20050413 




CZ 1997-2825 




19960307 




NO 


9704149 






A 




19971105 




NO 1997-4149 




19970909 




US 


6316496 






Bl 




20011113 




US 2000-495334 




20000201 




US 


6388132 






Bl 




20020514 




US 2000-694783 




20001024 




US 


2003204097 




Al 




20031030 




US 2002-97642 




20020315 




US 


6663210 






B2 




20040127 












US 


6861539 






Bl 




20050301 




US 2003-638479 




20030812 


PRAI 


US 


1995-402450 




B2 




19950310 












US 


1995-479071 




A 




19950607 












EP 


1996-910337 




A3 




19960307 












VO 


1996-US26B5 




V 




19960307 












us 


1998-913096 




Al 




19980121 












US 


2000-495334 




Al 




20000201 












us 


2000-694783 




Al 




20001024 












us 


2002-97642 




Al 




2002031$ 










OS 


HARP AT 1331350519 

















AB Peptides R13NHCH2CONHCHRlCONHCH(CH2Ph)CH(OH)CH2N(Bu-i)S02R4 (Rl - 
Cl-5alkyl, C2-5alkyDyli R4 - aryl* R13 • aralkyl, cycloalkyl, 
alkoxyalkyl) , including stereoisomers, pharmaceutical ly acceptable salts, 
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and prodrugs, were prepd. as retroviral protease inhibitors. Thus, conpd. 
2S- [ [ (raethylamino) acetyl] amino] -N- (2R-hydroxy-3- ( ( (1, 3-benzodioxol-5- 
yl) sulf onyl] (2-matbylpropyl) amino] -IS- (pbaoylmethyl) propyl] -3, 3- 
dimatbylbutanamide was prapd. and shown to ba an affective HIV protease 
inhibitor (IC50 - 2 nM, SC50 - 18 nH) . 

IT ie3553-90-4P 1S35S3-91-5P 183SS3-92-6» 
103553-93-7? 

RL: RCT (Reactant) i SPN (Synthetic preparation) f PREP (Preparation) f RACT 
(Reactant or reagent) 

(synthesis of bis-amino acid bydroxyethylamino sulfonamide retroviral 
protease inhibitors) 
RN 183553-90-4 CAPLUS 

CN Carbamic acid, [ (lR)-2-[[ (lS,2R)-3-[ (l,3-benzodioxol-5-ylsulfonyl) (2- 
methylpropyl) amino] -2-hydroity-l- (pbenylnetbyl) propyl] amino] -1* 
[ (methyl thio) methyl] -2-oxoethyl]-, 1, l-dlmethylethyl aster (901) (CA 
INDEX NAHB) 

Absolute stereochemistry. 




RN 183553-91-5 CAPLUS 

CN Carbamic acid, [ (IR) -2-[ [ (IS, 2R) -S-t (l,3-banzodioxoI-5-ylsulfonyl) (2- 
methylpropyl) amino] -2-hydroxy>l- (phenylmatbyl) propyl] amino] -1- 
[(metl^l8ulfonyl)metfayl]-2-oxoatbyl]-, 1,1-dlaetl^latbyl ester (9CI) (CA 
INDEX NAKB) 

Absolute ataraocbaaistry. 




RM 183553-92-6 CAPLUS 

CN Propananide, 2-amino-N-( (1S,2R) -3-( (l,3-benzodioxol-5-ylsulfonyl) (2- 

methylpropyl) amino] -2-hydroxy-l- (phenylmetbyl) propyl) -3- (methyl sulf onyl) 
monohydrocblorida, (2R)- (9CI) (CA INDKX NAHB) 

Absolute staraochamlstry. 
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• bci 



KN 193553-93-7 CAPLUS 

CN Propaaamide, N-[ (lS,2R)-3-ni,3-b«Q20dloxol-S-ylsulfonyl) (2- 
nsthylprop/l) aoiao] -2- hydroxy- 1- (phenyloethyl) propyl] -2- 
[ (ehloroac«tyl) amino) -3- (natfaylsulf onyl) >. (2R) > <9CI ) (CA INDEX NMfB) 

Absolut* 9t«raoch«ml9try. 
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proteas* inhibitors 
IN Gatnaa, Danlal P.; Dacraacenzo, Gary A.i Fraakoa, John N.f Vazquaz, 

Mlchaal L.I Sikorskl, JaflMS A.f Davadaa. Balakudnii Hagarajan, Srinivaaan 
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AB Peptidea I {M. • alkyl, alkanyl, alkynyl, hydroxyalkyl, alkoxyalkyl, 

cyanoalkyl, imidazolylmetbyl, ai2C0NH2, CK2CH2CONH2, CH2S02NH2, CH2SHe, 
CH2S(0)He, CH2S02Ma, CMa2SMa, CMa2S(0)Ma, CMe2S02Hei R2 - alkyl, aralkyl, 
alkyltbioalkyl, arylthioalkyl, cycloalkylalkylr R3 - alkyl, cycloalkyl, 
cycloalkylmathyli R4 - aryl or banzo-fuaad 5-6 memberad hetaroaryl or 
hatarocyclyl» RIO - H, alkyl, hydroxyalkyl, alkoxyalkyl; Rll - any group 
given for RIO or benzyl, iaidazolylnethyl, CH2CH2CONH2, CH2C0NH2, 
CH2CR2SMa, CH2SMtt or aulfona or sulfoxide dariva.; R12, R13 - H, alkyl, 
aralkyl, hataroaralkyl, cycloalkyl, cycloalkylalkyl, hydroxyalkyl, 
alkoxyalkyl, aryl or hataroaryl, vh»f cycloalkyl or hataroaryl nay ba 
banzo fuaad (with proviaos)] ware praparad as ratroviral protaaaa 
inhlbitora. Tbua, coBV>ound II vaa praparad and ahown to ba an affactiva HIV 
protease inhibitor (IC50 * 2 nH, EC50 - 18 &H) . 

IT lfl35S3-90-4P lS3SM-ftl-Sr ie3SS3-»2-C» 
183553-93-7P 

RL: RCT (SeactaQt)f SPH (Synthetic preparation)! PREP (Preparation)! RACT 
(Reactant or reagant) 

(aynthaala of bia-amino acid hydroxyethylanino aulfonaniidc retroviral 
proteaa* inhibitora) 
BN 183553-90-4 CAPLUS 

CN Carbamic acid, I (lR)-2-{( (lS,2R)-3-( (l,3-benzodioxol-5-ylsulfonyl) (2- 
mathylpropyl) amino} -2-hydroxy-l- (phanylmathyl) propyl) amino] -1- 
[(matbylthio)aathyl]-2-oxo*thyll-, 1. 1-dlmathylatfayl aatar (SCI) (CA 
INDEX NM4B) 

Abaoluta ataraochemlatry. 
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CN Carbamic acid, [ (lR)-2-[( (lS,2R)-3-[ (l,3-benzodioi(ol-5-ylsulfonyl) (2- 
mathylpropyl) amino] -2-hydroxy-l - (phenylmethyl) propyl] amino] -1- 
[ (metbyl9ulfoayl)matfayll-2-oxo*tfayll-, 1. l-dimatbyl*thyl aatar (9CI) (CA 
INDEX NAHE) 

Abaolute atereochamiatry. 




RH 183553-92-6 CAPLUS 

CN Fropanamide, 2-amino-N- [ (IS, 2R) -3- ( (1, 3-benzodioxol-5-yl8ulfonyl) (2- 

mathylpropyl) amino] -2-bydroxy-l- (phenylmethyl) propyl] -3- (mathylaulf onyl) -, 
nonobydrochlorlda, (2R)- (9CI) (CA INDEX NAME) 

Abaoluta staraochamiatry. 




• rci 



RN 163553-93-7 CAPLUS 

CN Fropanamide, N-{ (IS, 2R) -3-{ (1, 3-benzodioxol-5-ylaulfOQyl) (2- 
aatbylpropyl) amino] -2-bydroxy-l- (phanylmathyl) propyl] -2- 
[(cbloroaeatyl) amino) -3- (aatiiylsulf onyl)-, (2R)- (SCI) (CA INDEX NAME) 

Abaoluta ataraochamistry. 



RN 183553-91-5 CAPLUS 
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CASRSACT 133:322130? HARPAT 133:322130 

Benzo-fused hetarocyclic sulfonyl halides for tha preparation of amino acid 
hydroKyatbylamina sulfonamida retroviral protease inhibitors vera obtained 
by a process con^rising reacting a banzo-fused heterocyclic coizipound with an 
SOS coeqjlex in the prasanca of a vatar inmiscibla, non-raactiva solvent at 
0-75*. cooling, if nacassary. to a tanparatura of from about -25* 
to about 65* and than adding oxalyl halida. Thus, 

N- [2R-hydroxy-3- [ ( (1, 3-banzodloiiol-5-yl) sulfonyl) (2-Bathylprcqayl) amino] -IS- 
(phenylnethyl) propyl] -2S- 1 <pyrrolidin-l-yl) acatylaaino] -3, 3- 
dinethylbutanandda was prepared and shown to ba an affactiva HIV protaasa 
inhibitor (IC50 - 3 nM, BC50 - 7 nM) . 
183S12-S0-2P 
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RL: BAC (Biological activity or effector, except adverse)* BSU (Biological 
study, unclassified); RCT (Raactant) i SPN (Synthetic preparation) ; THU 
(Tharapautlc usa) > BIOL (Biological study) i PREP <Praparatlon) r RACT 
(Raactant or raagent)f USBS (Usas) 

(synthesis of banzo-fusad hatarocyclic sulfonyl chlorides for prapn. of 
amino acid hydroxya thy lamina sulfonamida retroviral protease 
inhibitors) 
RN 183812-50-2 CAPLUS 

CN 1-PyrrolidineacataBida, N-( (IR) -2-{ t (IS, 2R) -3-t (1.3-ben2odioxol-5- 

ylsulfonyl) (2-mathylprqpyl)anino] -2-faydroxy-l-(phanylmathyl) propyl] amino] - 
1- ( (nathylsulf ooyl) matfayl) -2-oxoatfayl] - <9CI) (CA INDEX NAHB) 

Absolute stareochamistry. 



Ph. 




IT ia3553-89-lP 1835$3-90-4P ie35S3-91-5P 
183S53-92-6P 183S53-93-7P 

RL: RCT (Raactant) f SPN (Synthetic preparation) i PRBP (Preparation)! RACT 
(Raactant or reagent) 

(synthesis of banzo-fusad hatarocyclic sulfonyl chlorides for 
preparation of 

amino acid hydroxye thy lamina sulfonamida retroviral protease 
inhibitors) 
RN 183553-89-1 CAPLUS 

CN 1-Pyrrolidineacetanida, N-l {lR)-2-[ [ (1S,2R) -3-t (l,3-ben^odiOKol-5- 
ylsulf onyl) (2-nathylpropyl) amino] -2-bydroxy-l- (phanylnathyl) propyl) amino] - 
l-[(matbylsulfonyl)nathyl)-2-oxoathyl]-. monohydrochlorida (9C1) (CA 
INDEX NAME) 

Absoluts staraochamistry. 
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methylpropyl) amino] -2-hydroxy-l- (phenylmethyl)propyl] amino) -I- 
((nathylthio) methyl) -2-oxoathyI]-. 1.1 -dimethyl ethyl aster (9CI) (CA 
INDEX NAHB) 

Absoluts staraochamistry. 




RN 183553-91-5 CAPLUS 

CN Carbamlc acid, [ (IR) -2-t ( (1S.2R) -3-( (l,3'banzodioxol-5-yl8ulfonyl) (2- 
aathylpropyl) amino] -2-hydroxy-l- (phanylmethyl) propyl] amino] -1- 
((matfaylsulfonyl)fflathyl]-2-oxoathyl]-, 1. 1-dimathylatbyl astar (9CI) (CA 
INDEX NAHB) 

Absolute staraochamistry. 




RN 163553-92-6 CAPLUS 

CN Propanamida. 2-amino-N-[ (IS, 2R) -3-[ (l,3-benzodloxoI-5-ylsulfonyl) (2- 

methylpropyl) amino} -2-hydroxy-l- (phanylmathyl) propyl] -3- (mathylsulf ooyl) -, 
monohydrochlorida. (2R)- (9CI) (CA INDEX NAME) 

Absolute staraochamistry. 



• HCl 



RN 183553-90-4 CAPLUS 

CN Carbamlc acid, [ (IR) -2-[ niS,2R) •3-( (1.3-banzodioxol-S-ylsulfonyl) (2- 
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• hci 

rn 183553-93-7 caplus 

CN Propananide, N-[ (IS, 2R) -3- [ (1, 3-b«nrodioxol-S-ylsulfonyl) (2- 
iutbylprop/1) amino) -2-hydroKy-l- (phtoyln*tbyl) propyl] -2- 
[(chloroac«tyl)amiDOlO-(nothyl9ulfoiiyl)-, (2R)- <9CI) (CA INDOC NAMB) 

Absolute stareochamistry. 
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of aniDO acida as HIV protaaaa Inbibltora 
IN Kunda, Sastry A. i Lataodra, Lao J. i Oa CrascaDZO, Gary A. 
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SO PCT Int. Appl., 221 pp. 
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AB Sulfonyl amino acida I (Rl - alkyl, alkeayl, alkynyl, hydroKyalkyl, 
alkoxyalkyl, cyanoalkyl, imidazolylmathyl, CH2CONH2, CB2CR2CONH2, 
CH2S02NH2, CSQSHe, Ch2S0Ha. Ch2S02Ha, CMa2SMt, OltSGHei R2 - alkyl, 
alkyl thioal Icy 1, arylthioalkyl, cycloalkyl; R3 - alkyl, cycloalkyl, 
cycloalkylallcyl; R4 - aubatitutad hetarocycla, R5 - H, alkyl, 
hydroxyalkyi, alkoxyalkyl; R6 - H, alkyl, hydroxyalkyl, alkoxyalkyl, 
aikylaiaida, aulfona, alkylthioalkyli R7-R9 - H, aubatitutad hataroaryl, 
banzo) vara preparad aa HIV protaaaa inhibitora. Procaaa for preparing a 
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fused heterocyclo sulfonyl halide intermediate, compriaing reacting a 
banzo fused heterocyclic conpd. with a -S03- complex in the praaence of a 
solvent and then adding oxalyl halide. Thus, amino acid I (Rl - CHHeEt. 
R2 - Bn, R3 - CH2CSHe3, R4 - Ph, R5-B9 - H, n - 1) was prapd. and tested 
as HIV protease inhibitor (IC50 <- 4 nH) . 

IT ie3553-89-lP 

RL: BAC (Biological activity or effector, except adverse) i BSU (Biological 
study, unclaaaified) r SPN (Synthetic preparation) ; THU (Therapeutic use) i 
BIOL (Biological atudy) i PREP (Preparation); USES (Uaes) 

(banzo fused hatarocyclo sulfonyl halide intermediates for tha 
preparation 

of amino acids as HIV protease inhibitors) 
RN 183553-89-1 CAPLUS 

CN l-Pyrrolidineacetamide, N- [ (IR) -2- [ [ (IS, 2R) -3- ( (l,3-benzodioxol-5- 

ylsulfonyl) (2-methylpropyl) amino] -2-hydroxy-l- (phenylmethyl) propyl] amino] - 
l-[ (metfaylaulfonyl) methyl] •2-oxoathyl]-, monohydrochloride (9CI) (CA 
INDEX NAME) 

Abaolute stereochemistry. 




• HCI 



IT ie35S3-»0-4P 183S53-91-SP lt3S53-92-SP 
1B35U-M-7P 183S12-80-2P 

RLt RCT (Raactant)i SPN (Synthetic preparation)! PREP (Preparation)) RACT 
(Reactant or reagent) 

(benzo fused heterocyclo sulfonyl halide intarmadiatas for tha 
preparation 

of amino acids as HIV protease inhibitora) 
RN 183553-90-4 CAPLUS 

CN Carbamic acid, ( (lR)-2-({(lS,2R)-3-( (l,3-benzodioxol-5-ylsulfonyl) (2- 
methylpropyl) amino] -2-hydroxy-l- (phenylmethyl) propyl] amino} -1- 
[ (methyl tbio) methyl] -2-oxoethyl)-, 1. 1-dimathylathyl ester {9CI) (CA 
INDEX NAME) 

Absolute stereochemistry. 
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RN ie3S53-91-5 CAPLUS 

CN Carbamic acid, [ (lR)-2-{( (lS,2R)-3-[ (l,3>banzadiosol-5-yl8ulfoiiyl) (2- 
methylpropyl) amino] -2-hydroxy-l- (phenylmethyl) propyl] amino) -1- 
((methylsulfonyl)methyl]-2-oxo«tl^l]-f 1, 1-dimetfaylethyl aster <9CX) (CA 

INDEX NAME) 

Absolute stereochemistry. 




RN 183553-92-6 CAPLUS 

CN Propanamide, 2-amino-N- ( (IS, 2R) -3-( (l,3-benzodioxol-5-yl9Ulfonyl) (2- 

methylpropyl) amino] -2-hydroxy-l- (phenylmethyl) propyl] -3- (nathylBulfonyl) 
monohydrochloride, (2R)- (9CI) (CA INDEX NAME) 

Absolut* Pteraochamistry. 




• kci 



RN 183553-93-7 CAPLUS 

CN Propanamide, N-[ (IS, 2R) -3-[ (l,3-benzodioxol-S-yl8ulfonyl) (2- 
me thylpr opy 1 } ami no] - 2 - byd roxy- 1 - (phe ny 1 me thy I ) propyl ] - 2 - 
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[ (chloroacctyl) anino] -3- (lutb/lsulfon/l) <2A) - (9CI) (CA INDXK NAKS) 

Absolut* at*r*och«nl9try. 



, Me 



Ph OH 



KH 1B3812-S0-2 CAPLUS 

CN 1 -pyrrol! dine ace taittid«, N- [ (IR) -2- [ ( (IS, 2R) -3- [ (1, 3>benzodioxol-5- 

ylsulf onyl) (2-raethylpropyl) aniao) -2-hydroxy-l - (pbenylmtthyl) propyl} aniao] - 
l-{(methyl3ulfoQyl)aatl^l]-2-oxeatfaylJ- (9CI) (CA INDKX HAMS) 

Absolute stereocbenistry. 




i-Bu ^^^^-^^ ^ 
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AB Sulfonylalkanoylamino hydroxyethylanino sulfonamide conpds. 

R5S(0)t(CH2)nCHRlCONHCHR2CH(OH)CH2NR3S02R4 (Rl - H, alkyl, alkeuyl, 
alkynyl, hydroicyalkyl, alkoxyalkyl, cyanoalkyl, CH2C0NH2, CH2CH2CONK2, 
CH2S02NH2, CH2SHe, CH2S0Me, CH2S02Mer R2 - alkyl, aralkyl, alkylthioalkyl, 
arylthioalkyl, cycloalkylalkyl; R3 « alkyl, cycloalkyl, cycloalkylmttbyll 
R4 - benzo-fused heteroaryl or heterocyclylr n, t - 0-2) war* praparad as 
retroviral protease inhibitors. Thus, N-[2R-hydroxy-3-[ {2- 



L4 ANSffER 8 OF 19 CAPLUS COPYRIGHT 2005 ACS oa STN (Continued) 
methylpropyl) ( (1, 3-ben2odioxol-5-yl) sulfonylj amino] -IS- 
(phenylmethyl) propyl] -2S-methyl-3- (raetbylsulfonyl)propaaaraide (I) was 
prepd. and assayed for HIV protease inhibitory activity (IC50 - 2 oHr EC50 
- 20 nM) . 

IT 174303-66-3P 183004-72-OP 183004-73- IP 
183004-74-2? 183004-78-<P 183182-29-8P 

RL: BAC (Biological activity or effector, except adverse); BSU (Biological 
study, unclassified); SPN (Synthetic preparation); THU (Therapautic usa)i 
BIOL (Biological study); PREP (Preparation); USES (Uses) 

(preparation of sulfonylalkanoylamino bydroxyathylamino sulfonanid* 

retroviral protease inhibitors) 
BN 174303-66-3 CAPLUS 

CN Propanamida, N-( (IS, 2R)-3-( (l,3-banzodloKol-5-ylsulfonyl) (2- 

mathylpropyl) amino] -2-hydraxy-l- (phanylnatfayl) propyl] -2-m*thyl-3- 
(metbylsulfonyl)-, (2S)- (9CI) (CA INDEX NAME) 

Absolute stareochemistry. 




BN 183004-72-0 CAPLUS 

CN Propanamide, N-{ (IS, 2R) -3- [ [ (2, 3-dibydro-l, 4-banzodioxln-6-yl}sulfonyl] (2- 
methylpropyl) amino] -2-bydroxy-l- (phanylmethyl) propyl] -2-methyl-3- 
(mathylsulfonyl)-, (2S)- (9CI) (CA INDEX HAKE) 

Absolute stereochemistry. 




RH 183004-73-1 CAPLUS 

CN Propanamide, N-( (1S,2R) -3- [ (6-benzothiazolylsulf onyl) (2- 

methylpropyl) amino) -2-bydroxy-l- (phenylm*thyl)prepyl] -2-methyl-3- 
(metbylsulfonyl)-, (2S)-(9CI) (CA INDEIC NWB) 

Absolut* stereochemistry. 
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BN 183004-74-2 CAPLUS 

CN Propanamide, N-{ (IS, 2R) -3- ( (1. 3-benzodioxol-5-yl3ulf onyl) (2- 

B*thylpropyl) ami no] -2-hydroiiy-l- (ph*nylmethyl) propyl] -2-methyl-3- 1 (B) - 
nethylsulfinyl]-, (2S)- (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 




Ph OH 



RN 183004-78-6 CAPLUS 

CN Propanamide, N-{ (lS,2R)-3-t (S-banzothiazolylsulfonyl) (2- 

methylpropyl) amino) -2-hydroKy-l- (pb*nylm«thyl) propyl) -2-ift*thyl-3- 
(methylsulfonyl)-, (2S)- (9CI) (CA INDEX NAME) 

Absolut* ster«ochemlstry. 




Ph OH 



RN 183182-29-8 CAPLUS 

CN Propanamide, H- [ (IS, 2R) -3- [ (1, 3-benzodioitol-5-ylsulf onyl) (2- 

nethylpropyl) amino) -2-hydroicy^l- (phanylmetbyl) propyl] •2-m*thyl-3- [ (S) - 
mathylsulfinyl)-, (2S}- (9CI) (CK INDEX HAKE) 

Absolut* 8t*r*och«Biatry. 
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IT ia3OO4-0»-l» 1S3005-01-SP 

RL: RCT (R*actant)f SFN (Synthetic prtparatlon) i PREP (Preparatioa) i RACT 
(Raactant or reageat) 

(preparation of sulfooylalkanoylanlno faydroxyathylaraloo sulfonanide 
ratroviral protease inbibitora) 
FN 183004-99-1 CAPLUS 

CM Ethanethioic acid, S-[ (2S)-3-[ ( (1S,2R) -3-t (l,3-benzodlo«oI-5-ylsulfonyl) (2- 
oatbylprcqpyl) anino] >2-hydroxy-l- (pbanyLowtbyl) propyl] ami no} oZ-metbyl-a- 
osopropyl] astar (9CI) (CA INDEX NAME) 

Abaoluta staraocbamistry. 




Ph OH 



RN 183005-01-8 CAPLUS 

ON Propananide, N-( (lS,2R)-3-( (l,3-benzodioaol-5-ylsulfonyl) (2- 

methylpropyl) aninoj -2-hydroxy-l- (phenylmethyl) propyl] -2-iMtfayl-3- 
(raethyltblo)-, (25) > (9CI) (CA INDEX NAME) 

Absoluta steraocbemiatry. 




IT 183004-75-3P ia3004-7«-«P 183004-77-5? 

RL: SPN (Synthetic preparation); PREP (Preparation) 

(preparation of aulfonylalkanoylamlao hydroxyethylamlao aulfonanlde 
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retroviral protease iohlbitors) 
RN 183004-75-3 CAPLUS 

CN Propanamide, N-( (IS. 2R) -3- ( { (2. 3-dihydro-5-benzofuranyl) siilfooyll <2- 
netbylpropyl) amino] -2-hydroxy-l- (phenylnetfayl) propyl] -2-ntthyl-3- 
(nethylsulfoayl)-, (2S)- (9CI) (CA INDEX NAME) 

Absoluta staraocbaBistry. 




RN 183004-76-4 CAPLUS 

CN Carbamic acid, (5-( ( ( (2R, 3S> -2-hydroKy-3- ( ( (2S) -2-methyl-3- 
(matfaylaulf onyl) -1-oxopropyl] anino] -4-pbaQylbutyl] (2- 
natbylpr^iyl) amino] 8uIfonyl]-lH-banziaidazol-2-yl]-, matbyl estar (9CI) 
(CA INDEX HAHE) 

Absoluta staraochamistty. 




RN 183004-77-5 CAPLUS 

CN Propanamide, N> [ (IS, 2R) -3- [ ( (2-amino-6-benzotblazolyI) sulfeuyl] (2- 
netbylpropyl) amino] -2-hydroxy-l- (phenylmethyl) propyl] -2-mathyl-3- 
(raethylsulfonyl)-, (25)- (9CI) (CA INDEX NAME) 

Absoluta steraochemistry. 
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DN 131:286828 

TI Preparation of amino acid bydroxyethylamino sulfonamides as retroviral 

protease inhibitors 
IN Getman, Daniel P.i Decrescenzo, Gary A.i Freskos, John N.i Vazquez, 

Michael L.> Sikorski, James A.i Devadas, Balekudnji Nagarajan, Srinlvasao 

R.I Brovn, David L. i McDonald, Joseph J. 
PA G.D. Searle and Co., USA 

SO U.S., 96 pp., Cont. -in-part of U.S. Ser. No. 402,287, abandoned. 
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DT Patent 
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A3 
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OS HARPAT 1311286828 
GI 

Rli^* 0 Rl " OH r3 I 



AB Amino add bydrosyathylamino sulfonamida coopds. I [X • C3I2, CH2CB2» Rl • 
alkyl, alkaoyl, alkynyl, hydroxy-, alkoxy-, or cyanoalkyl, 
imldazolylmathyl, CH2C0NH2, CH2CK2CONH2, CH2S02NR2, CH2SHe, ai2S(0)Ha, 
CH2S02H8, a4e2SMe, CKe2S(0)Me, Ole2S02He) R2 - alkyl, aralkyl, 
alkyl thioalkyl, arylthioalkyl, cycloalkylalkyli R3 - alkyl, cycloalkyl, 
cycloalkylmethylj R4 - aryl, benzo-fused heteroaryl or heterocyclyli RIO - 
H, alkyl, hydroxy- or alkoxyalkyli Rll - H, alkyl, hydroxyalkyl, 
alkoxyalkyl. benzyl, imidazolylmathyl, CH2CH2C0HH2, CK2COmi2, CH2CH2SHe, 
aSSMt, CH2S(0)He, CH2S02Ma; R12 - H, hydroxyalkyl, alkoxyalkyl; R13, R14 
• H, CH, alkoxy, 2-hydroxyethoxy, hydroxyalkyl, or alkoxyalkyl or R13 and 
R14 to9ether form (un) substituted benzo or heteroaryl] or their 
pharmaceutically acceptable salts, prodrugs, or esters vere prepared as 
retroviral protease inhibitors. Thus, 2S- (pyrrolidinoacetamido) -N-|2R- 
hydroxy-^-(Nl- (2-methylpropyl) -Nl-(2,3-dibydrobenzofuran-S- 
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ylaulfonyl) amioo] -IS- (pbtayliMthyl)propyl] -3S-ffl«tbylpaataaaaid« was prcpd. 
and 9hov«d ICSO - 2 dN for inblbitiea of HIV prottase. 

IT 183012-50-2? 

RL: BAC (Biological activity or affector, axcept sdvarse) > BSU (Biological 
study, uaclassified)! S?N (Synthetic prapa rati on) i TKU (Tharapeutic uaa) i 
BIOL (Biological study) I PREP (Praparation) i USES (Usta) 

(praparatioo of afflino acid faydrosyatbylaalDO aulfonaoidts as ratroviral 
protaasa iobibitors) 

RM 183553-89-1 CAPLUS 

CN l-Pyrrolidineacatanide, N-( (IR) -2-( ( (IS, 2R) -3-( (1, 3-b«n2odioxol-S- 

ylsulf oayl) (2-iaa thy Ip ropy 1) aaiao) -2-hydroKy-l- (phanylaathyl) propyl) ami do] - 
l-((mathylsulfoDyl)matbyl)-2-oxoathyl]-, nonohydrochlorida (9CI) (CA 
INDEX NAME) 

Absoluts staraochaaiatry. 



Ph. 




L4 ANSVER 9 OF 19 CAPLUS COPYRIGHT 2005 ACS on STN (ConUousd) 

prottaaa inhibitors) 
RN 183SS3-90-4 CAPUJS 

CN Carbanic acid, [ (lR)-2- [ [ (1S,2R) -3- [ (1, 3>banzodioxol>5-yl8ulfonyl) (2- 
m«thylpropyl)aiaino] -2-hydrojcy-l- (phanylnethyl) propyl] amino] -1- 
[(mathylthio)matfayl]-2-axoathyl]-, 1, 1-dimathylathyl astar (9CI) (CA 
INDEX NAME) 

Absolute steraochanistry. 




RN 183553-91-5 CAPLUS 

CN Carbamic acid, ( (IR) •2-{[ (IS. 2R)-3-( (l,3-banzodioxol-5-ylsulfonyl) (2- 
aathylpropyl) amino] -2-bydroxy-l- (phsoylnatbyl) propyl] amino] -1- 
[(natbylsulfooyl)m*thyl}-2-oxoathyl)-, 1. l-dim«thylttfayl tstar (9CI) (CA 
INDEX NAME) 

Absoluts staraocbanistry. 



• HCl 



RN 183812-50-2 CAPLUS 

CN l-Pyrrolidin«acatamida, N- ( (IR) -2-{ [ (IS, 2R) -3-( (^,3-ban^odioxol-5- 
ylsulf onyl) (2-raathylpropyl) amino] -2-hydroKy-l- (pbanylmathyl) propyl] amino] - 
l-[(matfaylsulfonyl) methyl] -2-oxoathyl]- (SCI) (CA INDEX NAME) 

Absolute steraocbamistry. 





RN 183553-92-6 CAPLUS 

CN Propanamide, 2-amino-N-( (1S,2R) -3-( (l,3-ban20dioxol-S-ylsulfonyl) (2- 

mathylpropyl) amino] -2-hydroxy-l- (phanylnatbyl) propyl] -3-(mathylsulfonyl) 
monohydrochlorida, (2R)- (SCI) (CA INDEX NAME) 

Absolute stereochemistry. 



IT ie3553-90>4P 183553-91-5P 183S53-S2-8r 

183553-93-7P 

RL: ROT (Reactant) ; SPN (Synthatic praparation) > PREP (Preparation)! RACI 
(Reactant or raagent) 

(preparation of amino acid hydroxyetbylamino sulfonamides as retroviral 



L4 ANSWER S OF 19 CAPLUS COPYRIGHT 2005 ACS on STN (Continued) 




• kci 



RN 183553-93-7 CAPLUS 

CN Propanamide, N- ( (IS, 2R) -3- ( (1, 3-benzodioxol-5-yl3ulf onyl) (2- 
methylpropyl) amino] -2-hydroxy-l- (phenylmetbyl) propyl] -2- 
[(chloroacatyl)amino]-3-(raathylsulfonyl)-, (2R)- (SCI) (CA INDEX NAME) 

Absolute staraocbanistry. 
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AB Hstarocyclylcarbonyl aaino acid bydroxycthylanino sulfoaamldtt coapds. I (X 
• bond or CH2f Rl - H, alkyl, allcenyl, allcynyl, iraidazolylafltbyl. 
012001012, CH2S02ira2, atci R2 • alkyl, aralkyl, alkyltbioalkyl, 
arylthioallcyl, cy<^^°°l'^l^Bl^^' ~ allcyl, cycloalkyl, cycloaIkylm*thyl» 
R4 ■ ar/1, btnzo^fused hsteroaryl or h«terocyclyl, atc.f RIO - H, alkyl, 
banzyl, phanylDathoxycarboayl, tert-butoxycarbonyl, 4> 

mathoxyphanylDBthoxycarbonylr Rll > H, hydroxyalkyl, alkoxyalkyly R12, R13 
" H, OH, alkoKy, 2-hydroxy«thoxy, bydroxyalkyl, alkoxyalkyli or Rll and 
R12 or R12 and R13 are optionally substituted benzo radical) vere praparad 
as retroviral protease inhibitors. Thus, 2S-( [ (pyrrolidia-2- 
yl) carbonyl] aaino] -N- [2R-hydroxy-3-[ ( {1, 3-baazodioKol-5-yl) sulf onyl] (2- 
aatbylpropyl) anino] -IS- (phenylmetfayl) propyl] -3, 3-dinetliylbutaaanida vaa 
assayed for protease inhibitory activity {IC50 - 2 nM, EC50 • 12 oH) . 

IT ie3553-90-4P lB3SSa-»l-SP 

RL: RCT (Reactant) ; SPN (Synthetic preparation) » PRKP (Preparation)! RACI 
(Reactant or reagent) 

(heterocyclylcarbonyl amino acid bydroicyethylaraino sulfonamide 
retroviral protease Inhibitors) 

RN 1B35S3-90-4 CAPLUS 

CN Carbamie acid, [ (IR) -2-( [ (1S,2R) -3-[ (l,3-benzodioxol<S-ylsulfonyl) (2> 
me thylpropyl) amino] -2-hydroxy-l- (phenylmattayi) propyl] amino] 
[(metl^lthio)fflethyl]-2-oxoethyl]-, 1. l>dimatbylatlqrl ester (9CI) (CA 
INDKX NAKB) 

A)>solute stereochemistry. 




RN 183553-91-5 CAPLOS 

CN Carbamie acid, ( (IR) -2-( ( (1S,2R) -3-[ (l,3-beazodioxol-5-ylsulfonyl) (2- 
me thylpropyl) amino] -2-hydroKy-l- (phenylMtbyl) propyl] amino] -1- 
( (raethylsulf onyl) methyl) -2-oxoethyl]-« 1, 1-dimethyletbyl ester (9CI) (CA 
INDSX NAME) 

Absolute stereochemistry. 
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IT l«3SS3-«2-6r 

RL: SPN (Synthetic preparation)* PREP (Preparation) 

(heterocyclylcarbonyl amino acid hydroxyethylamino sulfonamide 
retroviral protease Inhibitors) 
RN 183553-92-6 CAPLUS 

CN Propanamide, 2-amino-N-[ (1S,2R) -3-( (l,3-banEodioxol-5-ylsulfonyl) (2- 

mathylprqpyl) amino] -2-hydroxy-l- (phenylmsthyl) propyl) -3- (netbylsulf onyl) 
monobydroehlorida, (2R)- (9CI) (CA INDEX NANB) 

Absolute stereochemistry. 




• hci 
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TI Preparation of amino acid bydroxyethylamino sulfonamide retroviral 

protease Inhibitors 
IN Getnao, Daniel P. i Decrescenzo, Gary A. i Freskos, JobnN.f Vazquez, 

Michael L.; Sikorski, James A.i Devadas, Balekudru; Nagarajan, Srinivasan; 

Brovn, David L. ; McDonald, Joseph J. 
PA G.D. Searle and Co., USA 

SO U.S., 93 pp., Cont.-in-part of U. S. Ser. No. 402,267, abandoned. 

CODEN: USXXAM 
DT Patent 
LA English 
FAN.CNT 5 
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NCR5R6cONHCHRlCONHa{R2CH(OH) CH2NR3s02R4 



AB Amino acid bydroxyethylamino sulfonamide compds. I (X - OQ or CH2CH2i Rl 
- alkyl, alkenyl, alkynyl, hydroxyalkyl, alkoxyalkyl, cyanoalkyl, 
ioidazolylmetbyl. C312CONH2, CH2CH2CONH2, CH2SHe, CMe2SMe or their sulfoae 
or sulfoxide derivative* R2 - alkyl, aralkyl, alkylthioalkyi, arylthioallcyl, 
cycloalkylalkyl* R3 - alkyl, cycloalkyl, cycloalkylraethyl; R4 - aryl, 
benzo-fused heteroaryl or heterocyclyli R5 - H, alkyl, hydroxyalkyl, 
alkoxyalkyli R6 - H, alkyl, hydroxyalkyl, alkoxyalkyl, benzyl, 
imidazolylmethyl, CS2CONH2, CH2CH2CONH2, CH2CH2SMe, CH2SMe or their 
aulfone or sulfoxide deriva.f R7 ■ H, hydroxyalkyl, alkoxyalkyl* R8, R9 - 
H, OH, alkoxy, 2-hydroxyethoxy, hydroxyalkyl, alkoxyalkylt or R7 and R8 or 
R8 and R9 form a heteroaryl or benzo radical) vere prepared as retroviral 
protease inhibitors. Thus, 2S-( (pyrrolidin-l-yl) acetylamino] -N-t2R- 
hydroxy-3- [Nl- (2-me thylpropyl) -Nl- (2, 3-dihydrobenzofuran-5- 
ylsulf onyl) amino] -IS- (phenylmethyl) propyl] -3S-methylpentanamide, prepared 
from N-(3S-benzyloKycarbonylamino-2R-hydroxy-4-phenylbutyl] -N- 
isobutylamine, tert-Bu bromoacetate, pyrrolidine, and 2,3-dibydrofuran, 
showed HIV protease inhibitory activity IC50 - 2 dH. 

IT lussa-as-ip lusia-so-zv 

RL: BAC (Biological activity or effector, except adverse}! BSU (Biological 
study, unclassified) i SPN (Synthetic preparation) ! THU (Tberapautlc use) ! 
BIOL (Biological study)! PREP (Preparation)! USES (Uses) 

(preparation of amino acid bydroxyethylamino sulfonamide retroviral 

protease 

inhibitors) 
RN 1B3553-89-1 CAPLUS 

CH 1-Pyrrolidineacetaiaide, N-{ (IR) -2- [ [ (IS, 2R) -3- [ (1, 3-benzodioxol-5- 

ylsulf onyl) (2-me thylpropyl) amine] -2-bydroxy-l- (phenyliaetfayl) propyl] amino] - 
1* [ (methylsulf onyl) methyl) -2-oxoethyl]-, nonohydrochloride (9CI) (CA 
INDEX NAME) 

Absolute stereochemistry. 




• bci 




10/677,729 



Page 12 



L4 ANSVER 11 OF 19 CAPLV5 OOPYIUGHT 200S ACS on STN (ConUaucd) 

RN 183S12-50-2 CA7LUS 

CN l-PyrrolidlDeacetaoide, H-[ (lR)-2- [ I (IS, ZR) -3~ [ (1, 3-beozodioxol-S- 

ylaulfonyl) (2-n»thylpropyl) aaioo] -2-hydroxy-l- (ph»nyla«thyl) propyl] •mlnol- 
l-[ (m«tbyl9ulfonyl)raathyl]-2-OKO«thyi]- (9CI) (CA INDEX NAME) 

Absolut* attreochtaistcy. 




IT lS3S53-90-«r 1S3S53-9I-5F l«3553-92-Cr 

KLi RCT (R*«ctaat)t SPN <Sy&th«tle preparation)! PMEP (Praparation) i BACT 
(Raactaot or raagant) 

(preparation of amino acid hydroxyathylamlno sulfonamide retroviral 

protease 

inhibitors) 
RN 183553-90-4 CAPLUS 

CN Carbanic acid, ( (IR) -2- ( { (IS, 2R) -3- [ {l,3-benzodioKol-5-ylsulf onyl) (2- 
methylpropyl) amino] -2-hydrojiy-l- (phanylmethyl) propyl] amino] -1- 
((metbylthio) methyl] -2-oxoetbyl]-. 1, 1-dimathylethyl ester (9CI) (CA 
INDEX NAME) 

Absolute stereochemistry. 




BN 103553-91-5 CAPLUS 

CN Carbamic acid, ( (IR) -2-( [ (IS, 2R) -3- [ (1, 3-benzodioKol-5-ylsulfonyl) (2- 
raethylpropyl) amino] -2-hydroxy-l- (phanylmethyl) propyl] amino] -1- 
[(methylsulfonyl) methyl] -2-oxoethyl]-, 1, 1-dinethylethyl ester (901) (CA 
INDEX NAME) 

Absolute stareocbanistry. 
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RN 183553-92-6 CAPLUS 

CN Propanamide, 2-amino-N-t (IS, 2R) -3-( (l,3-benzodioKol-5-ylsulfonyl) (2- 

methylpropyl) amino] -2-hydro«y-l- (phanylnetbyl) propyl) -3- (metfaylsulfonyl) -, 
fflonobydrochloride, (2R)- (9CI) (CA INDEX NAME) 

Absolute stereochcnistry. 




• HCl 



KN 193553-93-7 CAPLUS 

CN Propanamide, N- [ (IS, 2R) -3-( (1, 3-ben20dioxol-5-yl9ulf onyl) (2- 
raetkylpropyl) amino] -2-hydroxy-l- { phanylmethyl) propyl} - 2- 
( (chloroacetyl) amino] -3- (methylsulf onyl) (2R) - (9CI ) (CA INDEX NAME) 

Absolute stereochemistry. 
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AN 1998:324825 CAPLUS 
ON 129:16390 

TI Preparation of substituted sulfonylalkanoylamino bydroxyethylamino 

sulfonamide retroviral protease inhibitors 
IN Sikorslei, James A.i Getoan, Daniel P.t Dacrescenzo, Gary A. i Devadas, 

Balekudrui Freskos, John N. i Lu, Hvang-funi McDonald, Joseph J* 
PA 6.D. Searle and Co., USA 
SO U.S., 131 pp. 

COOEN: U5XXAM 
DT Patent 
LA English 
FAN.CNT 1 

PATENT NO. KIND DATE APPLICATION NO. DATE 



PI US S753660 A 19980519 US 1996-747357 19961113 

PRAI US 1996-747357 19961113 
OS MARPAT 129:16390 

AB Sulfonylalkanoylamino hydroxyetbylaraino sulfonamides 

R5S(0)m(C3I2)nCHRlC(:W)NHCHR2CH(OH)CH2NRlS02R4 (W • 0, Si m, n - 0, 1, or 
2i Rl - H, alkyl, alkenyl, alkynyl, hydroxyalkyl, alkoxyalkyl, cyanoalkyl, 
NII2COCH2, NH2C0CH2CH2, NH2S02CH2, HeSCH2, H*S0CH2, HeS02CH2l R2 - alkyl, 
aralkyl, alkylthioalkyl, arylthioalkyl, cycloalkylalkyli R3 - alkyl, 
cycloalkyl, cycloalkylalkyli R4 - aryl, heteroaryl, hetorocyclyli R5 - 
heteroaryl, heterocyclyl) were prepared as retroviral protaase inhibitors. 
Thus, N-[2R-hydroxy-3-( (2-m*thylpropyl) [ (1, 3-benzodioKol-5- 
yl) sulf onyl] amino] -IS- (phenylmethyl) propyl] -2S-methyl-3- [ 2- (2- 
pyridyl)ethylsulf onyl] propanamide was prepared by alkylation of the 
corresponding 3-marcaptopropanamide with 2- (2-chloroethyl) pyridine 
hydrochloride, followed by S-oxidation The product was assayed for HIV 
protease inhibitory activity (IC50 - 3 nH, EC50 - 6 nH) . 

IT I91412>7B-«V 191412-7S-7P U1412-7B-9V 
191412'79-OP 191412-80-3P i91412-01-4r 
191412-B2-5P 191412-83-6P 19i412-B7-0r 
191412-e8-lP l»I412-91-eP 191412-92-7P 
191412-93-eP 191412-95-OP 191412-96-lP 

191412- 97-2P 191412-99-4P 1»1413-00>0P 
1914I3>0i-lP 191413-02-2P 191413-03>3P 
1914U-04-4P 191413-05-5P 191413-06-6P 

191413- 07-7P 191413-08-aP 191413-09-9P 
19I413-10-2P 191413-II-3P 191413-12-4P 
191413-13-SP 191413-14-SP 191413-15-7P 
191413-16-8P 191413-17>9P 191413-ie-OP 
191413-19-iP i91413-20-4P 191413-22-0P 
191413-24-8P 191413-2S-0P 191413-29-3P 
19i413-31-7P 191413-34-OP 191413-3S-2P 
1914U-38-4P 191413>40-8P 191413-43-iP 
191413-4SOP I914I3>47-SP 191413-49-79 
191413-80*09 191413-Bl-lP 191413-B3-3P 
191413-S6-69 191413-S7-7P 191413-88-09 
191413-41-3P 191413-82-4P 191413-C4-8P 
191413-65-7P 191413-86-flP 191413-67-9P 
191413-68-OP 1914t3-«9-lP 19i413-70-4P 
191413-7i-5P 191413-72-8P 1914X3-73-7P 
191413-78-99 1914U-77-19 1914U-79-3P 
191413-82-89 1914U-84-0P 191413-88-29 
191413-88-4P 191414-00-3P 191414-08-99 
207688-B0-4P 207888-81-SP 207886-82-6? 
207686-83-7P 207686-84-6? 

RLt BAC (Biological activity or effector, except adverse); BSU (Biological 
study, unclassified); SPN (Synthetic preparation) ; THU (Therapeutic use) i 
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BIOL (Biological study); PREP (Preparation); USES (Uses) 

(prtpo. of sulfonylalkanoylaoiDO bydroxyetfaylanino sulfonanida 
retroviral protease inhibitors) 
RU 191412-75-6 CAPLUS 

CN Propanamide, N-[ (lS,2R)-3-((l,3-benzodioxol-5-ylsulfonyl) (2- 

aathylpropyl) anlao] -2-hydroxy-l- (phaaylmathyl) propyl] -2-B«thyl-3-[ [2- (2- 
pyridinyl) ethyl) sulfonyl]-, (2S)- (9CI) (CA INDEX NAHB) 

Absolute stereocheoistry. 




RN 191412-76-7 CAPLUS 

CN Propanamide, N- [ (IS, 2R) -3- ( (1, 3-beDzodioKol-5-ylsulf onyl) (2- 

methylpropyl)anioo}-2-bydroxy-l- (pheayliii«thyl)propyl)-2*aetbyl-3-( [2-( [2- 
(1-oicido-l-pyrrolidinyl) ethyl] amino] -2-axMthyI] sulf ooyl) (2S) - (9CI) 
(OA INDEX HAMS) 

Absolute sttreocheBistry. 




RN 191412-78-9 CAPLUS 

CN Propanamide, N- I (IS, 2R) -3- [ (1, 3-btnzodioKol-5-ylsulf onyl) (2- 

me thy Ipropyl) amino] -2-hiydroKy-l- (pheaylinetbyl)propyl]-2-matbyl-3-[ [2-| (2- 
(4-oxldo-4-raorphoUoyl) ethyl] amino] -2-ORO«thyl]sulfonyl)-, (2S)- (9CI) 
(CA INDEX NAME) 

Absolute sttreochendstry. 
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RN 191412-79-0 CAPLUS 

CN Propanamide, N- [ (IS, 2R) -3-( (1, 3-ben2odioxol-S-ylsulfonyl) (2- 

nethylpropyl) amino) -2-hydroHy-l- (pbeoylaetbyl) propyl] -2-methyl-3- I [2- (4- 
morpholinyl)-2-oxoethyl]8ulfonyl]-, (2S)- (9CI) (CA INDSX NAME) 

Absolute atereocbenlatry. 




RN 191412-80-3 CAPLUS 

CN Propanamide, N-( (15, 2R) -3- [ (1, 3-benzodioxol-5>yl3ulfonyl) (2- 

methylpropyl) amino] -2-hydroxy-l* (phenylmethyl) propyl] -2-methyl-3- [ {2-oxo''2- 
(1-piperazlnyl) ethyl] sulf onyl]>, monohydrochloride, (25)- (9CI) (CA INDEX 
NAHE) 

Absolute stereochemistry. 




• HCl 



RN 191412-81-4 CAPLUS 

CN Propanamide, N- [ (IS, 2R) -3- [ (1, 3-benzodioxol-5-yl3ulf onyl) (2- 
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metbylpropyl) amino) -2-hydroxy-l- (phenylmethyl) propyl] -2-metbyl-3- { (2-OXO-2- 
phenylethyDsulfonyl]-, (2S)- (9CI) (CA INDEX NAME) 

Absolute steraochemistry. 




RN 191412-82-5 CAPLUS 

CN Propanamide, N-( (IS, 2R} -3- [ (1, 3-benzodioxol-5-ylsulfonyl) (2- 

methylpropyl) amino) -2-hydroxy-l- (phenylmethyl) propyl] -3-( (2- (1, l-dioxido-4- 
thiomo^phoUnyl) -2-oxoethyl]aulfonyl] -2-intthyl-, (2S)- (9CI) (CA INDEX 
NAHB) 

Absoluta stareochealstry. 




RN 191412-83-6 CAPLUS 

CN Butanoic acid, 4- [ ( (2S) -3-t [ (IS, 2R) -3- ( (1, 3-benzodioxol-5-ylsulfonyl) (2- 
nethylpropyl) amino] -2-bydrexy'l- (pheoyluetbyl) propyl] apdno] -2-methyl-3- 
oxoprqsyljtbie]-, atbyl astar (9CI) (CA INDEX NAHB) 

Absolut* staraochanistry. 




RN 191412-87-0 CAPLUS 

CN Propanamida, 3-[ (lH-baozinldazol-2-ylm*tIiyl) 9ulfooyl}-N-[ (IS. 2R) -3-{ (1,3- 
b*nzodioxol-5-ylaulfooyl) (2>Bathylpropyl) amlDo] -2-hydroxy-l- 
(phaoyUatbyl) propyl] -2-matliyl-. (2S)- (9CI) (CA INDEX NAHB) 

Abaolut* staraochanistry. 
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RN 191412-88-1 CAPLUS 

CN Propanamide, N-( (lS,2R)-3-[ (l,3-b*nzodioxol-5-ylsuiroQyl) (2- 

nathylpropyl) amino] -2-hydroxy-l- (phanylmatbyl) prqpyl] -2-mBthyl-3- [ <5- 
tbiazolylmatbyl) sulf onyl]-, (2S}- (9CI) (CA INDEX NAME) 

Absolut* 8t*r*och*ai8try. 




RN 191412-91-6 CAPLUS 

CN Propanamide, N-t (IS,2R) -3- ni,3-benzodioxol-5-ylsulfonyl) (2- 

methylpropyl) amino] -2-hydroxy-l- (pbanylmathyl) propyl] -2-n«thyl-3-(2- 
pyridinylsulf onyl) (2S)- (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 




RN 191412-92-7 CAPLUS 

CN Propanamide, N- ( (IS, 2R) -3- ( (1, 3-benzodioxol-5-ylsijlfonyl) (2- 

nethyipropyl) amino) -2-hydroxy-l- (phenylmethyl) propyl] -3- ( [3-hydroxy-2- 
(bydroxymathyl) propyl] sulf onyl] -2-m*thyl-, (25)- (9CI) (CA INDEX NAHB) 

Absolut* 8t*r*och*mistry. 
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Wl 191412-93-8 CAPLUS 

CM D-Ribofuranoslde, aethyl 5-( ( (2S) -3- ( ( (IS, 2R) -3- [ (1, 3-b«azodioxol-5- 

ylsulfooyi) (2-oeUiylpropyl) anioo) -2-hydroKy-l- (phenylaethyl) propyl] amiao] - 
2-ia«thyl-3-oKopropylJaulfonyl)-5-d»o)ty- (9CI) (CA INDDC NAME) 

Absoluts 8t*r«ochtmi8Cry. 




KD OH 



BN 191412-95-0 CAPLUS 

CN Propanaoide, N-( (IS, 2R)-3-( (l.S-baQZodioxol-S-ylsulfonylKZ- 
mathylpropyl) amino] -2-hydroKy-l- (phanylmathyl) propyl] -2-inathyl'-3-[ [2-oxo-2- 
(2-pyridioyl)athyl]sulfoayl]-. (2S)- (9CI) (CA INDEX NAME) 

Absoluta staraocbtnistry. 




RN 191412-96-1 CAPLUS 

CM Propananide, N-( (lS,2R)-3-[ [ (2,3-dlhydro-l, 4-baiuEodioxin-e-yl) sulf onyl] (2- 
raatbylpropyl) amloo] -2-hydroKy-l- (pbanylnethyl) propyl] -2-nathyl-3- [ (2-oao-2- 
(2-|>yridinyl)athyl]8ulfooyl]-, (25)- (9CI) (CA INDEX NAHB) 

Absoluta staraochamistry. 



0 0 Ma OK i-Bu ^^^^^^ 



RN 191412-97-2 CAPLUS 

CN Profpananida, N- C (IS, 2R) -3- [ (6-baazotbiazolylsulf onyl) (2- 

nathylpropyl) aaloo] -2-hydroay-l- (phanylnathyl) propyl] -2-nathyl-3- ( (2-0X0-2- 
(2-pyridinyl)athyllsulfonyl]-, (2S)- (9CI) (CA INDEX NAHS) 
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Absoluta staraochaBlstry. 




RN 191412-99-4 CAPLUS 

CN Propanaaide, N- [ (IS, 2R) -3- [ (S-baazothiazolylaulfonyl) (2- 

raethylpropyl) amino] -2-hydroJty-l- (phenylmetjiyl) propyl] -2-iaetbyl-3"( [2-0XO-2- 
(2-pyridinyl)athyl]9ulfonyl)>, (2S)- (9CI) (CA INDEX NAME) 

Absoluta staraochamistry. 

0 0 Ma OH 1-Bu s 

RN 191413-00-0 CAPLUS 

CN Propanamida, N- [ (IS, 2R) -3- (1(2, 3-dihydro-5-banzofuranyl) sulf onyl] (2- 

fflathylpropyl) anioo] -2-hydroxy-l- (phanylaiatfayl) propyl] -2-iBathyl-3- [ {2-oxo-2- 
(2-pyridloyl)athyl] sulf onyl]-, (25)- (9CI) (CA INDEX NAME] 

Absoluta staraochasdstry. 




RM 191413-01-1 CAPLUS 

CN Propanamide, N-( (IS, 2R) -3-( (1, 3-b«nzodioxol-5-ylsulfonyl) (2- 

methylpropyl) amino] -2-hydroxy-l- (phanylnathyl) propyl] -2-m8thyl-3-t t2-oxo-2■ 
(3-pyridinyl) ethyl] sulf onyl] (2S)- (SCI) (CA INDEX NAME) 

Absolute steraochamistry. 
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RN 191413-02-2 CAPLUS 

CN Propanamide, N- [ (IS, 2R) -3-{ ( (2, 3-dihydro-l, 4-banzodioxln-6-yl)sulfonyl] (2- 
methylpropyl) amino] -2-hydroxy-l- (phai]iylmatbyl)pr^l] -2-mathyl-3-[ [2-oxo-2- 
(3-pyridinyl)athyl]sulfoiiyl]-, (2S)- (9CI) (CA INDEX NAME) 

Absoluta staraochamistry. 




RN 191413-03-3 CAPLUS 

CN Propanamida, N- [ (IS, 2R) -3- [ (6-banzothiazolyl9ulf onyl) (2- 

mathylpropyl) anino] -2-hydroxy-l- (phanylmathyl) propyl] •2-matbyl-3-[ (2-oxo-2- 
(3-pyridinyl)atfayl] sulf onyl]-, (2S)- (9CI) (CA INDEX NAME) 

Absoluta staraochamistry. 




RN 191413-04-4 CAPLUS 

CN Propanamide, N- ( (IS, 2R) -3- [ (S-benzothiazolylsulfonyl) (2- 

nathylpropyl) amino} -2-hydroxy-l- (phaaylmathyl) propyl] -2-nathyl-3- [ [2-oxo-2- 
(3-pyrldiDyl)atbyl] sulf onyl]-, (2S)-(9CI} (CA INDSC HAMS) 

Absoluta staraocbanistry. 




L4 ANSVER 12 OF 19 CAPLUS COPYRIGHT 2005 ACS on STN (Continued) 
CN Propanamide, N-I (1S,2R) -3-(I (2,3-dihydro-5-banzofuranyl)sulfonyl] (2- 

methylpropyl) amino] -2-hydroxy-l- (phanylnathyl) propyl] -2-methyl-3- ( [2-oxo-2- 
(3-pyridinyl) ethyl) sulf onyl]-, (2S) - (9CI) (CA INDEX NAME) 

Absolute staraochamistry. 




RN 191413-06-6 CAPLUS 

CN Propanamide, N-{ (IS, 2R) -3-t (1, 3-benzodioxol-5-ylsulfonyl) (2- 

methylpropyl) amino] -2-hydroxy-l- (phenylme thyl) propyl] -2-nethyl-3-[ (2-oxo-2- 
(4-pyridinyl)athyl]3ulfonyl]-, (2S)- (9CI) (CA INDEX NAHB) 

Absoluta staraocbanistry. 




RN 191413-07>7 CAPLUS 

CN Propanamida, N-{ (lS,2R)-3-( ( (2, 3-dlhydro-l,4-banzodloxin-6-yl)8ulfonyl] (2- 
nathylpropyl)amlno] -2-bydroxy-l- (phanylnathyl) propyl] -2-nattiyl-3-[ [2-oxo-2- 
(4-pyrldlnyl)athyll sulf onyl]-. (2S)- (9CI) (CA INDEX NAME) 

Absoluta staraocbanistry. 




RN 191413-08-8 CAPLUS 

CM Propanamida. N-( (IS. 2R) -3-{ (6-banzothlazolyl8ulfoQyl) (2- 

natbylprqsyl) anino) -2-bydroxy-l- (pbaoy Ina thyl) propyl) -2-na tfayl-3- ( t2-oxo-2- 
(4-pyrldinyl)athyl)sulfonyl]-, (25)- (SCI) (CA INDEX NAHB) 

Absoluta staraocbanistry. 



RN 191413-05-5 CAPLUS 



10/677,729 
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U AH5VKR 12 OF 19 CAPUTS CXtPYRIGRT 200S ACS on STN (Continued) 




RN 191413-09-9 CAPLOS 

CN Propanamids, N-[ (lS,2B)-3>[ (5-b«nzothiazolylsulfonyl) (2- 

nathylprqi/l) amino} -2-bydroxy-l- (pbaoyliMthyl) prc^l] -2*BaUiyl-'3- [ [2-axo*2- 
(4-prridinyl)athyl}8ulfooyl]-, (25)- (9CI) (CA INDEX HAHS) 

Absolut* stareochaniatzy. 




PM 191413-10-2 CAFLUS 

CN Propanamide, N-( (lS,2R)-3-[[ (2,3-dihydro-S-benzofuraoyl)aulfonyl] (2- 

mathylpropyl) amino] -2-hydroxy-l- (pbanylmatbyl) propyl] -2-m*tbyl-3-( [2-oxo-2- 
<4-pyridinyl)atfayl]8ulfonyl]-, (2S)- (9CI) (CA INDK NAMB) 

Absolute atereocheraistty. 




BN 191413-11-3 CAPLUS 

CN Propananide, N- [ (IS, 2R) -3- ( [ 12» 3-dihydro-l , 4-benzodioxin-6-yl)sulfonyll (2- 
Bethylpropyl) amino] -2-hydroKy-l- (phenylmathyl) propyl] -2-a«tbyl*3-[ (IH- 
pyrazol-3-ylmatbyl)9ulfonyl]-, (2S)- (9CI) (CA INDSK NAHB) 

Absoluta staraocbamistry. 



M AHSVKR 12 OF 19 CAPUI5 CDPyRKBI 2005 ACS on 5TH (Continuad) 



^ ' 0 0 M* OH i-Bu ^/^^-^ 



BN 191413-12-4 CAPLUS 

CN Propanamida, N-( (1S,2R) -3-[ (6-banzotbiazolylsulfonyl) (2- 

matbylpropyl) amino] •'2-bydrexy-l- (phenylmathyl) propyl) -2-raathyl'-'3-- [ (IH- 
pyrazol-3-ylnatbyl)9ulfonyl]-, <25)- (9CI) (CA INDEX NAHB) 

Absoluta staraocbamistry. 




RN 191413-13-5 CAPLUS 

CN Propanamlda, N-( (1S,2R) -3-[ (S-banzotbiazoIylsulfonyl) (2- 

matbylpropyl) amino] -2'hydrosy-l- (pbanylmatbyl) propyl] -2-m*tbyl-3-( (IH- 
pyrazol-3-ylBatfayl)sulfonyl]-, (2S)> (9CI) (CA INDEX NAMB) 

Absolut* staraocbamistry. 




BN 191413-14-6 CAPLUS 

CN Propanamlda, N-( (IS, 2R) -3-{ ( (2, 3-dihydro-5-b«nzofuranyl) sulf onyl] (2- 
mathylpropyl) amino] -2-bydroxy-l- (phenylmatbyl) propyl) -2-raetfayl-3- [ (IH- 
pyrazol-3-ylaathyl)aulfonyl}-, (25)- (9CI) (CA INDBX NAME) 

Absoluta staraocbamistry. 



L4 AHSffBR 12 OF 19 CAPLUS copyRIGRT 2005 ACS on STN (Continued) 




BN 191413-15-7 CAPLUS 

CN Propanamide, N-( (lS,2R)-3-{( (2,3-dihydro-l,4-b*nzodioxin-6-yl)sulfonylJ (2- 
methylpropyl) amino) -2-hydrojcy-l- (pb*nylm*tbyl) propyl] -2-m*tbyl-3- { (2-oieo-2- 
phenylethyDsulfoayl]-, (2S)- (9CI) (CA INOXX NAHB) 

Absolut* stereochemistry. 




Pb CH 



RN 191413-16-8 CAPLUS 

CN Propanamide, N-[ (1S,2R) -3-1 (6-benzotbiazolyl8ulfonyl) (2- 

mathylpropyl) amino] -2*bydroxy-l- (pbanylmatbyl) propyl] -2-matbyl-3- [ (2-oxo-2- 
phenyletbyDsulfonyl]-, (2S)- (9CI) (CA INDEX NAMB) 

Absolute stereochemistry. 




Pb OH 



BN 191413-17-9 CAPLUS 

CN Propanamide. N-( (1S,2R) -3-( (S-benzotbiazolylsulfonyl) (2- 

metbylpropyl) amino] -2-bydroxy-l- (phenylmetfayl)propyll -2-&etbyl-3- [ (2-OXO-2- 
pbanyletbyDsulfonyl]-, (2S)- {9CI) (CA INDEX NAMB) 

Absolute stereocbenistry. 



U ANSVBR 12 OF 19 CAPLUS COPYRIGRT 2C0S ACS on STN (Continued) 




RN 191413-18-0 CAPLUS 

CN Propanamide, N- [ (IS, 2R) -3- [ [ (2, 3-difaydro-5-beasofuranyl) sulf onyl] (2- 

metbylprqpyl) amino] -2-hydroxy-l-> (phenylmetbyl) propyl] -2-fflethyl-3- [ (2-oxo-2- 
pbeoyletbyl) sulf onyl)-, (2S)- (9CI) (CA INDBX NAMB) 

Absolute stereochemistry. 




Pb OK 



BN 191413-19-1 CAPLUS 

CN Propanamide, N-( (1S,2R) -3-( ( (2,3-difaydro-l,4-b*nzodioKin-e-yl)8ulfenyl] (2- 
raethylpropyl) amino] -2-bydroKy-l- (phenylmethyl) propyl] -2-m*U>yl-3-I (5- 
thiazolylmethyl) sulf onyl)-, (2S)- (9CI) (CA INDEX HM!E) 

Absolute stereochemistry. 




BN 191413-20-4 CAPLUS 

CN Propanamide, N- ( (IS, 2R) -3- ( (6-benzothiazolyl8ulfonyl) (2- 

methylpropyl) amino] -2-hydroxy-l- (pbeuylmetliyl) propyl) -2-metfayl-3-{ ($■ 

thiazolyln»thyl}9ulfonyl)-, (2S)- (9CI) (CA INDEX NAMB) 

Absolute stereochemistry. 



10/677,729 
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L4 ANSVHR 12 OF 19 CAPLUS OOtYSaOSt 2005 ACS on STN 




i-Bu ^^/^^ " 



MI 191413-22-6 CAPLUS 

CM Propaoamid*, N-( (lS,2A)-3-{ (S-bttnzothiazolylsulfonyl) (2- 

m«tfa/lprop/l)amioo] -2-hydrox/-l- (phsoylMtbyl) propyl) -2-awttiyl-3-( <5- 
thiazolylMtbyDsulfouyl}-, (2S)- (9CI) (CA INDEX NAME) 

Absolute 9tar»ochcni3try. 




1914l3-2<-8 CAPLUS 

PropaBaraid*, N-[ (15, 2R) -3-( I (2,3-dihydro-5-bBn2ofur8nyl)sulfonyll (2- 
aatbylpropyl) amino] -2-hydro8y-l- (phaoyliaatbyl} propyl} -2-iMtbyl-3-( (5- 
tbiazolylm«thyl)sulfoayl]-, (2S)- (9CI) (CA INDEX HAKE) 



Absolut* steraochemiatry. 




YYjD 



BM 191413-26-0 CAPLUS 

CH Propaaaolde, N-[ (1S,2R) -3-( [ (2,3-dihydro-l,4-benzodioxin-6-yl)sulfoayl] (2- 
nathylpropyl) andno] -2-hydroxy-l- (phenylmathyl) propyl] -2-methyl-3-t 12- (2- 
pyridinyl)«thyl]sulfoiiyl}-, (2S)- |9CI) (CA INDEX NAME) 

Absolute stereochemistry. 



L4 MISBER 12 0? 19 C3tfLUS COPyRIGBT 2005 ACS oa STN 




HN 191413-29-3 CAPLUS 

CN Propanamlde, N- ( (IS, 2R) -3- ( (6-b«nzothla2olylsulfonyl) (2- 

methylpropyl) amino] -2-hydroxy-l- (phanylmethyl) propyl] -2-raethyl«3-I [2- (2- 
pyridioyl) ethyl] sulfonyll-, (2S)- (9CI) (CA INDEX NAME) 

Absolut* stereocbealstEy. 




RN 191413-31-7 CAPLUS 

CN Propanamlde, N-( (IS, 2R) -3- ( (S-benzotbiazolylsulfooyl) (2- 

methylpropyl) amino] -2-bydroKy-l- (phenylmethyl ) propyl ) -2-m«tfayl-3- [ (2- (2- 
pyridinyl}*tbyl]8ulfonyl]-, (25)- (9Cn (CA INDEX NAHE) 

Absolute stcr«och*aistry. 




i-Bu k^^,;* — s 



BM 191413-34-0 CAPLUS 

CN Propananide, N-t (lS,2R)-3-H (2,3-dihydro-5-benzofuranyl)sulfonyl} (2- 

methylpropyl) amino] -2-hydroxy-l- (phenylmethyl) propyl] -2-m*thyl-3-( (2- (2- 
pyridinyl) ethyl] aulfonyl]-, (2S)- (9CI) (CA INDEX NAHE) 

Absolute stereochemistry. 



L4 ANSWER 12 OF 19 CAPLVS COPYRIGHT 2005 ACS on STN (Continued) 




RM 191413-36-2 CAPLUS 

CN Propanamide, N-[ (lS,2R)-3-[ (1, 3-ben2odioxol-5-ylsulfonyl) (2- 

methylpropyl) amino] -2-hydroKy-l- (ph*nylm*thyl) propyl] -2-nethyl-3- [ (2- (3- 
pyridinyl)*thyl]sulfonyl]-, (2S)- (9CI) (CA INDEX NAME) 

Absolut* stereochemistry. 




RN 191413-38-4 CAPLUS 

CN Propanamide, N-( (lS,2R)-3-( ( (2,3-dihydro-l,4-b*nzodioxin-6-yl)3ulfonyl] (2- 
methylpropyl) amino] -2-hydroxy-l- (phenylmethyl) propyl] -2-methyi-3- [ (2- (3- 
pyridinyl)«thyl]sulfonyl]-, (2S)- (9CI) (CA INDEX NAME) 

Absolut* 8t*r«och*nistry. 




RN 191413-40-6 CAPLUS 

CN Propanamid*. N-{ (1S,2R) -3-t (6-ban20thiatolylsulfonyl) (2- 

nethylpropyl) amino] -2-hydroKy-l- (phenylmethyl) propyl] -2-methyl-3- [12- (3- 
pyrldinyl) ethyl] sulfoayl)-, (2S)- (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 




L4 ANSWER 12 OF 19 CAPLUS COPYRIGHT 2005 ACS on STN (Continued) 
CN Propanamide, N-[ (IS, 2R) -3-1 (S-benzothiazolylsulfonyl) (2- 

methylpropyl) amino] -2-hydroxy-l- (phenylmethyl) propyl] -2-methyl-3-I (2- (3- 
pyridinyl)*thyl]sulfonyl]-. (25)- (9CI) (CA INDEX NAHE) 

Absolute stereochemistry. 




RN 191413-45-3 CAPLUS 

CN Propanamide, N-{ {1S,2R) -3-[ ( {2,3-dihydro-5-benrofuranyl) sulfonyl] (2- 

me thy Ipropyl) amino] -2-hydroxy-l- (phenylmethyl) propyl] - 2 -me thy 1-3- [ (2- (3- 
pyridinyl) ethyl] sulfonyl]-, (2S)- (9CI) (CA INDEX NAME) 

Absolut* st*r*ochemistry. 




RN 191413-47-S CAPLUS 

CN Propanamid*, N-[ (lS,2R)-3-[ (l,3>b*nzodioxol-5-yl8ulfonyl) (2- 

m*thylpropyl) amino] -2-bydroxyl- (phvoyloAtbyl) propyl] ■•2-m*tbyl-3-[(2- (4> 
pyridiiiyl)*thyl] sulfonyl)-, (2S}> (9CX) (CA INDEX NAME) 

Absolut* 8t*r*ocb*mi8try. 




RN 191413-49-7 CAPLUS 

CN Propanamid*, N-[ (lS,2R)-3-[[ (2,3-dibydro-l,4-b*nzodiosin-6-yl)8ulfonyl] (2- 
methylpropyl) amino) -2-bydro«y-l- (pbenylnAtfayl) propyl] •2-m«thyl-3- [ [2- (4- 
pyrldinyl) ethyl] sulfonyl)-, (2S)- (9CI) (CA INDEX NAHE) 

Absolute stereochemistry. 



RN 191413-43-1 CAPLUS 



10/677,729 
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L4 AHSVKR 12 07 19 OPLUS COPYRIGHT 200$ ACS oo STH (Continuad) 




BN 191413-50-0 CAPLUS 

CN Propaoanldft, N-( (is, 2R) -3-[ (6-b«nzotblazolylsulfonyl) (2- 

JMtfaylpropyl) amino] -2-bydroxy-l- (phanylmethyl) propyl) -2-inethyl-3-[ (2- (4- 
pyridlayl)«thyl]8ulfonyl]>, (2S)- (9CI) <CA INDEX NAME) 

Absolut* 8ter«oehcmi8try. 




BN 19K13-51-1 CAPLUS 

CN PropAoamid*, N- ( (IS, 2R) -3- ( (S-banzothiazolylsulf ooyl) (2- 

fflcthylpropyl) amino] -2-hydrozyl- (phaoylRuithyl) propyl] -2-mthyl-3- [ [2- (4- 
pyridiiiyI)«tfayl]8ulfoiiyl]-, (25)- (9CI) (OA INDEX NAHE) 

Absolut* 8ter«och*Bi8try. 




RN 191413-53-3 CAPLUS 

CN Propanamide, N-( (IS, 2R) -3-[ [ (2, 3-dihydro-5-benzofuranyI) sulfonyl) (2- 

methylpropyl) amino] -2-hydroxy-l- (phenylraathyl) propyl] -2-m»thyl-3- ( (2- (4- 
pyridinyl) ethyl) sulfonyl]-, (2S)- (9Cl) (CA INDEX NAME) 

Absolute stereochemistry. 



L4 AN59SR 12 07 19 CAPLUS COPYRIORT 2005 ACS on STN (Contlmisd) 




RN 191413-56-6 CAPLUS 

CN 1-Pyrrolidinecarbojfylic acid, 2- ( ( ( (2S) -3-( { (1S,2R) -3-(t (2,3-dihydro-l, 4- 
be nz odioxi a- 6-yl) sulfonyl] (2-methylpropyl) amino] -2-hydro«y-l- 
(pheny Ime thyl ) p ropy 1 ] and no] - 2 -me thyl- 3 - oxop ropy 1] sulf oayl ] bm thyl ] • , 
phenylnethyl ester, (25)- (9CI) (CA INDEX NAME) 

Absolut* 8t*r*oeh<ni8try. 




RN 191413-57-7 CAPLUS 

CN 1-Pyrrolidinecarboicylic acid, 2- ( ( ( (25) *3-( ( (IS, 2R) -3-( (6- 
beazothiazolylsulfonyl) (2'>methylprapyl} amino] -2-hydroxy-l- 
(pheny Ime tbyl) propyl) amino] -2-m*tbyl-3-oxopropyl] sulf ooyl] methyl] -, 
phenylraethyl aster, (2S)-(9CI) (CA INDEX NAME) 

Absolute stereochemistry. 




rat 191413-58-8 CAPLUS 

CN 1-PyrroUdinecarboxylic acid, 2- 1 1 ( (2S) -3- ( ( (IS, 2R} -3- ( (5- 
benzotbiazolylsulf onyl) (2-raethylpropyl) amino] '•2-hydro8y-l- 
(phenylmsthyl) propyl) amino] '-2-metbyl-3-oxopropyl] sulf onyl) methyl] 
phenylmethyl ester, (25)- (9CI) (CA INDEX NAME) 

Absolut* st*r*och*aistry. 



L4 ANSWER 12 07 19 CAPLUS COPYRKaCT 2005 ACS on STN (Coatinuad) 




RN 191413-61-3 CAPLUS 

CH l-Pyrrolidinecarboxylic acid, 2-( ( ( (2S) -3-[( (IS,2R) -3-( ( (2,3-dihydro-5- 
benzofuranyl) sulfonyl) (2-mathylprppyl) amino] -2-hydroxy-l- 
(pheaylmethyl)pr^l) amino] -2-m*tfayl-3-oxoprppyl) sul f onyl] methyl) 
phanylm*thyl ester, (2S)- (SCI) (CA INDEX NAHS) 

Absolut* st*reoch*mi8try. 




BN 191413-62-4 CAPLUS 

CN Propanamide, N-[ (lS,2R)-3-[(l,3-b*nzodioxol-5-ylsulfonyl) (2- 

methylpropyl) amino] -2-hydroicy-l- (phenylmsthyl) propyl) -2-m*thyl-3- ( I3-oxo-3- 
(l-pip*razlnyl)propyl) sulfonyl]-, (25)- (9CI) (CA INDEX NAME) 

Absolut* 8t*r*och*aistry. 




RN 191413-64-6 CAPLUS 

CH Propanamide, N-[ (1S,2R) -3-( ( (2,3-dibydro-l,4-b*nzodioxio-6-yl) sulfonyl) (2- 
mathylpropyl) amino) -2-hydroxy-l- (ph*nylm*thyl)propyl]-2-m* Jiyl-3-[ [3-oxo-3- 
( 1 -pip* razioyl) propyl] sulf onyl]-, (2S)- (9CI) (CA INDEX NAHB) 

Absolut* st*reoch*mlstry. 



L4 ANSWER 12 07 19 CAPLUS COPYRIGHT 2005 ACS on STH (Continusd) 




KN 191413-65-7 CAPLUS 

CN Propanamid*. N- C <1S, 2R) -3- [ (6-b*nzothiazelyl8ulf onyl) (2- 

mcthylpropyl) amino] -2-hydrojty-l- (phanylmathyl) propyl] -2-methyl-3- C (3-oxo-3- 
( 1 -pip* razinyl) propyl) sulf onyl]-, (25)- (9CI) (CA INDEX HAKE) 

Absolut* 8t*r*och*ml8try. 




RN 191413-66-8 CAPLUS 

CN Propanamid*, N- [ ( IS, 2R) -3- [ (5-benzothiazolylsulf onyl) (2- 

matbylpropyl) amino] -2-hydroxy-l- (ph*nylD* thyl) propyl] -2-metfayl-3- ( [3-oxo-3- 
(l-piparazinyl}propyI) sulfonyl]-, (25)- (SCI) (CA INDEX NAHE) 

Absolut* 8t*r*och*mlstry. 




AN 191413-67-9 CAPLUS 

CN Propanamide, N- [ (IS, 2R) -3- ( ( (2, 3-dihydro-5-b*nzofuranyl) sulf onyl) (2- 

metbylpropyl) amino] -2-bydroxy-l- (phenylmethyl) propyl] -2-raethyl-3- ( (3-oxo-3- 
(1-pipe razinyl) propyl] sulfonyl]-, (2S) - (9CI) (CA INDEX NAME) 

Absolute steraocbamistry. 




RN 191413-68-0 CAPLUS 



10/677,729 
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U ANSWER 12 OP 19 CAPLUS COPYRIGHT 2005 ACS on STN (Continued) 
CN Propanamide, 3-([3-( (2-anilno«tliyl)ajaino]-3-oKopropyi)sulfonyl)-N-[ (1S,2B)- 
3-( (l,3-benzodloxol-S-Yl9vlfony-l) (2-iMtbylpropyl) amino] -2 -hydroxy- 1- 
(ph«nylia8thyl)propyl]-2-BWtbyl-, (25)- (9CI) (CA XNDBC NMIB) 

Absolute stereochemistry. 




Ph OH 



m 191413-69-1 CAPLUS 

CN Propanamide, 3- ( [3-{ (2-amlnoetfayl} amino] -3-oxopropyl] sulf onyl] -N-( <1S, 2R) - 
3-t [ (2, 3-dihydro-l, 4-bcnzediosin-6-yl] sulf onyl] (2-matbylpropyl) aaioo] -2- 
faydroxy-l>(phtnylB«tbyl) propyl] -2-methyl-, (2S)-<9CI) (OA INDSC HAMK) 

Absolut* stereochemistry. 




m 191413-70-4 CAPLUS 

CN Propanamide, 3-( [3-( (2-amiQoethyl) amino] >3-oxopropyl] sulfonyl] -N-( (1S,2R)- 
3-( (6-benzothia3olylaulf onyl) (2-m«thylpropyi) amino] -2-hydro>ry-l- 
(pheny Imethyl) propyl] -2-me thy 1-, (2S)- (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 




Ph OH 



RN 191413-71-5 CAPLUS 

CN Propanamide, 3-[I3-( (2-aminoethyl) amino) -3-oxopropyl] sulf onyl) -N-[ (IS, 2R)'- 
3-t (S-benzothiazolylsulfonyl) ( 2-m* thy Ipropyl) amino) -2-hydroxy-l- 



U ANS0ER 12 or 19 CAPLUS OOPYRIGHT 2005 ACS on STN (Coatioued) 
(pbeoylastliyl) propyl] -2-Betbyl-, (2S)- (9CI) (CA INDEX HAMS) 

Absolute stereochtnistry. 




RN 191413-72-6 CAPLUS 

CN Propanamide, 3-[(3-[ (2-aminoetbyl) amino) -3-oxopropyl] sulf onyl] -N-[ (1S,2R)- 
3- ( t (2, 3-dihydro-5-ben3ofuranyi) sulf onyl] (2-methylpropyl) amino] -2-hydroxy- 
l-(ph*oylmethyl) propyl) -2-ffletbyl-, (25)- (9CI) (CA INDEX NAMS) 

Absolut* sttreochinistry. 



Ph OH 



BN 191413-73-7 CAPLUS 

CN Propanamide, N-[ (IS, 2R) -3- ([ (2, 3-dihydro-l, 4 -benzodioxin-6-yl) sulf onyl) (2- 
me thy Ipropyl) amino] -2-hydroxy-l- (phenylmethyl) propyl] -3-1 (3-hydroKy-2- 
(hyd^oxyaethyl)propyl]9ulfoayl)-2-m•tbyl-, (2S)- (9CI) (CA INDEX NAME) 

Absolute stereocharaiatry. 




Ph OH 



BN 191413-75-9 CAPLUS 

CN Propanamide, N- [ (IS, 2R) -3- ( (6-benzothlazolyl9ulf onyl) (2- 

me thy Ipropyl) amino) -2-hydroxy-l- (phenylmethyl) propyl] -3- [ [3-bydroxy-2- 
(bydroxymethyl) propyl] sulf onyl) •2-nethyl-, (2S)- (9CI) (CA XNDDC NAHE) 



L4 ANSWER 12 OF 19 CAPLUS COPYRIGHT 2005 ACS on STN (Continued) 
MDSolute stereochemistry. 




RN 191413-77.1 CAPLUS 

CN Propanamide, N- [ (IS, 2R) -3- [ (S-benzothiazolylsulfonyl) (2- 

me thy Ipropyl) amino] -2-hydroxy-l- (phenylmethyl) propyl) -3- [ [3-hydroxy-2- 
(hydroxyraetbyl) propyl] sulf onyl] -2-metbyl-, (2S)-(9CI) (CA INDEX NAME) 

Absolut* stereochemistry. 




Ph OK 



RN 191413-79-3 CAPLUS 

CN Propanamid*, N- [ (IS, 2R) -3- [ [ (2, S-dihydro-S-beazofuranyl) sulf onyl] (2- 
fflsthylpropyl) amino] -2-hydroxy-l- (phenylmethyl) propyl] -3- [ [3-hydroxy-2- 
(hydraxym*thyl)pr^l] sulf onyl] -2.netbyl-, (2S)'(9CI) (CA INDEX NAHS) 

Absolute 8t«r*och*mi8try. 




Ph OH 



RN 191413-82-8 CAPLUS 

CN Propanamide, N-{ (IS, 2R) -3- [( (2, 3-dihydro-l, 4 -benzodioxin-6-yl) sulf onyl] (2* 
me thy Ipropyl) amino] -2-hydroxy-l- (phenylmethyl) propyl] -2-metbyl-3-[ [ (2R) -2- 
pyrrolidinylmethyl] sulf onyl]-, (2S)- (9CI) (CA INDEX NAHB) 

Absolut* 8t*r*och*mistry. 



L4 ANSWER 12 OF 19 CAPLUS COPYRIGHT 2005 ACS on STN (Continued) 




RN 191413-84-0 CAPLUS 

CN Propanamid*, N-( (IS, 2R) -3- [ (6-b*nzothiazolylsulf onyl) (2> 

matbylpropyl) andno] -2-hydroxy-l- (pheaylaetfayl) propyl) -2-m«thyl-3-[ ( (2R) -2- 
pyrrolldinylm*thyl] sulf onyl] (2S)- (9CI) (CA INDEX NAHB) 

Absolut* st*r*och*mistry. 




RN 191413-66-2 CAPLUS 

CN Propanamide, N-[ (IS, 2R)-3-[ (5-benzothiazolylsulfonyl) (2- 

m*thy Ipropyl) amino] -2-hydroxy-l- (ph*nylm*thyl) propyl] -2-m*tfayl-3-{ [ (2R) -2- 
pyrroUdlnyln«thyl] sulf onyl]-, (2S)- (9CI) (CA INDEX NAHB) 

Absolut* st*r*och*mi8try. 




RN 191413-88-4 CAPLUS 

CN Propanamide, N-( (IS, 2R) -3- ( ( (2, 3-dihydro-S-benzofuranyl) sulfonyl] (2- 

m* thy Ipropyl) amino] -2-hydroxy-l- (phanylmathyl) propyl] -2-m*thyl-3- [ ( (2R) -2- 
pyrrolidlnyln*thyl]8ulfoayl]-, (2S)- (9CI) (CA INDEX NAHB) 

Absolut* st*r*och«nistry. 




RN 191414-00-3 CAPLUS 
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L4 ANSWER 12 OF 19 CAPLUS COPYRIGHT 2005 ACS on STN (Continued) 
CN l-Piper«zin«carbo«ylic acid, 4-(3-( ( (2S> -3- (( (IS, 2R> -3- ( (1, 3-b«niodioxol-5- 
ylsulf onyl) (2-m«thylprapyl) aoloo] -2-bydroxy-l- (pheoylmstjiyl) profiyl] •aino] - 
2-B*tliyl''3-oxepropyl] ralf ooyl] -l-osoprapyll 1, l-diMtbylatfayl astar 
{9CI) {a XNDBX NAME) 

Absoluta ataraocbeniatry. 



PAGE 1-A 




m 191411-06-9 CAPLUS 

CN l-Plparazlnacarboxylic acid, 4- { ( ( (25) -3- [ ( (IS. 2R) -3- ( {I, S-baozodioxol-S- 
ylsulf onyl) (2-nathyIpropyl) amino] -2-hydroKy-l- (phanylmathyl) propyl] amino] • 
2-inothyl-3-oxopropyl]sulfonylJacatyl]-, 1,1-dimatbylathyl aatar (SCI) (CA 
INDEX NAME) 

Absolut* 9t«r«ocheml9try. 



PAGE 1-A 




U ANSVER 12 07 19 CAPLUS OOPYMGIir 2005 ACS on STN (Contlnuad) 

PAGE 1-B 




UN 207686-80-4 CAPLUS 

CN Propanamida, N-[ (lS,2R)-3-[ (l,3-baazodioxoI-5-yl8ulfonyl) (2- 

aaUiylpropyl) amino] -2-hydroxy-l- (phanylmatbyl)propyl] -3- ( (lH-iaidazol>4- 
ylnatliyl)9ulfonyI)-2*matliyl-, (2S)-, Bono(trinuoroacatata) (salt) (901) 
(CA INDEX NAH8) 

CM 1 

CRN 191412-84-7 

OIF C29 H38 N4 08 S2 

Abaoluta staraocbcnistry. 




Of 2 

CRN 76-05-1 
CMP C2 H 73 02 



r 

P^C-002H 



RN 2076S6-81-5 CAPLUS 

CN Propsnandda, N-( (1S,2R) •3-[ (l,3-banzodioxol-5-yl9ulfonyl) (2- 

mathylpropyl) amino] -2-bydroxy-l- (phanyloathyl) propyl] -2-Bathyl-3- [ (IH- 
pyrazol-3>ylBatbyl) 9ulf onyl] (2S)-. mono(trlf luoroacatata) (salt) (9CI) 
(CA INDEX NAME) 



L4 ANSWER 12 OF 19 CAPLUS COPYRIGHT 2005 ACS OU STN (Contiouad) 
CM 1 

CBN 191412-85-8 

CMF C29 H38 H4 08 52 

Absoluta stereochemistry. 




CM 2 

CRN 76-05-1 
CMF C2 H 73 02 



r 

P-C-C02H 



RN 207686-82-6 CAPLUS 

CN Propanamide, N-{ (1S,2R) -3-( (l,3-banzodioxol-5-yl9ulfonyl) (2- 

methylpropyl) amino] -2-hydroxy-l- (phanylmathyl) propyl] -2«mathyl-3- ( (IH- 
pyrazol-4-ylm*thyl)8ulfonyl]-, (2S)>, mono (trif luoroacatata) (aalt) (9CI) 
(CA INDEX HAHE) 

a« 1 

CRN 191412-86-9 

QtF 029 H38 N4 08 52 

Afa9oluta staraochemistry. 




CM 2 

CRN 76-05-1 
CMF C2 H F3 02 



M ANSVER 12 OF 19 CAPLUS COPYRIGHT 2005 ACS en STN (Continued) 



r 

P-C-C02H 



BN 207666-83-7 CAPLUS 

CN Propanamide, N- [ (IS, 2R) -3- [ (1, 3-benzodioxol-5-ylsulf onyl) (2- 

methylpropyl) aiaino] -2-hydro«y-l- (phenylnethyl) propyl} *2-methyl-3- ( ( (2R) -2- 
pyrrolldinylnethyl] sulf onyl] (2S) mono(trif luoroacetate) (salt) (9CI) 
(CA INDEX NAME) 

CM 1 

CRN 191412-90-5 

CMF C30 H43 N3 08 52 

Absolute ataraochanistry. 




at 2 

CRN 76-05-1 
CMF C2 H 73 02 



r 

7-C-C02H 



RN 207686-84-8 CAPLUS 

CN Propanamide, N-[ (1S,2R) -3-[ (l,3-b*nzodioxol-5-ylsulfonyl) (2- 

ma thy Ipropyl) amino] -2-hydroxy-l- (phanylmathyl) propyl] -2-m*thyl-3- [ [ (2S) -2- 
pyrrolidioylmathyl) sulf onyl]-, (2S)-. mono (trif luoroacatata) (salt) (9CI) 
(CA INDEX NAME) 

CM 1 

CRN 191412-89-2 

OtF C30 H43 K3 08 S2 

Absolut* stereochemistry. 
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M ANSVKR 12 or 19 CAPLUS COPYKKST 200S ACS en STN (Coatinutd) 




CM 2 

aw 76-05-1 
OIF C2 H F3 02 



r 

F-e-002H 



IT ie3004-99-ir 183005~01>8F 1914U-54-4P 
1914U-92-0r 191413-94-2P 191413-98-6P 
191414-04-7P 191414-05-eP 191414-07-OP 
191414-09-2P 191414-10-5P 191414-11-6P 
19I4I4-12-7P 191414-13-SP 191414-15-OP 
19i414-lft-3» 191414-21-eP 191414-24-lP 
191414-26-3P 191414-27-4P 191414-20-SP 
191480-19-SP 191488-20-lP 207886'74-8P 
207686-75-7P 

RL: RCT <R«actant)> SPN (Synthetic preparation)) FREP (Preparation)) BACT 
(Reactant or reaQent) 

(preparation of sulfonylaDcaooylamiDO bydroxyethylamiao sulfonaialde 
retroviral protease inhibitors) 
RN 183004-99-1 CAPLUS 

CN Ethanethioic acid, S-[ (25) -3-{ [ (1S,2R) -3-[ (1,3-bensodloKol-S-ylsulfonyl) (2- 
Dethylpropyl) amino) -2-bydro>ty-l- (phenylmatliyl) propyl] amino] -2-methyl-3- 
oxopropyl] ester (SCI) (CA INDEX NAME) 

Absolute stereochemistry. 




RN 183005-01-8 CAPLUS 



L4 ANSWER 12 OF 19 CAPLUS COPYRIGHT 2005 ACS on STN (Continued) 
CN Propanaaide, N- [ (15, 2R) -3- [ (1. a-benzodioKol-S-ylsulfonyl) (2- 

nethylpropyl) aoinoj -2-hydroKy-l- (pbeny la* thyl) propyl) -2-Bethyl-3- 
(methylthio)-, (2S)- (9C1) (CA INDSC NAME) 

Absolute steraocbemistry. 




Pb OH 



RN 19K13-54-4 CAPLUS 

CN l-Pyrrolidinecarboxylic acid, 2-{ I( (2S)-3-I( (lS,2R)-3-l (l.a-benzodioxoi-S- 
ylsulf onyl) (2-netl)(ylpropyl) amino) -2-hydroxy-l- <pbeoylmetliyl)propyl] amino] - 
2-raethyl-3-oxopropyl]8ulfonyl]m«tbyl}-, phanylmatbyl ester, (25)- {9CX) 
(CA INDEX NAME) 

Absolute starcoebemistry. 




RN 191413-92-0 CAPLUS 

CN Propanamide, N- ( (IS, 2R) -3- [ (1, 3-ben2odioxol-5-ylsulf onyl) (2- 

methylpropyl) amino] -2-hydroxy-l- (phenylme thyl) propyl) -2-m#thyl-3-( (2-(2- 
pyrldinyl) ethyl] tbio] (2S)- (9CI) (CA INDEX NAHE) 

Absolut* stereochemistry. 




RN 191413-94-2 CAPLUS 

CN Propanamide, N-( (1S,2R) -3-[ (l,3-b*n3odio>col-5-ylsulfonyl) (2- 

m*tbylpropyl) amino] -2-bydroicy-l- (ph*ny 1ms thyl) propyl) -2-m*thyl-3- [ [ 2-oxo-2- 
[ (2- (1-pyrrolidinyl) ethyl) amino] ethyl] thio]-, (2S)- (9CI) (CA INDEX NAME) 



L4 ANSWER 12 07 19 CAPLUS 
Absolut* 8t*r*ochemi8try. 



COPYRIGBT 2005 ACS on STN 




i-Bu ^j^^,;* — o 



RN 191413-98-6 CAPLUS 

CN 1 -Pipe razinecarboxy lie acid, 4-{3- ( ( (2S) -3- [ [ (IS, 2R) -3-( (1, 3-ben2odloKol-5- 
ylsulfonyl) (2-BLethylpropyl) amino] -2- hydroxy- 1- (phenylme thyl) propyl] amino] - 
2-m*thyl-3-oxopropyl]tbio]-l-oxoprppyl]-, 1,1 -dime tbyle thyl *st*r (9CI) 
(CA INDSC NAHE) 

Absolut* 8t*raochemistry. 




191414-04-7 CAPLUS 

Propanamide, N-( (1S,2R) -3-t (1, 3-btnzodloxol-5-yl8ulfonyl) (2- 
raethylpropyl) amino] -2-hydroxy-l- (phenylme thyl) propyl] -2-nethyl-3- ( (2- (4- 
morpholinyl)-2-oxoethyllthio]-, (2S)- (9CI) (CA INDEX NANS) 



L4 ANSWER 12 07 19 CAPLUS COPYRIGHT 2005 ACS on STN (Continued) 




RN 191414-05-8 CAPLUS 

CN 1-Piperazinecarboxylic acid, 4-t [{ (2S)-3-It (lS.2R)-3-I (l,3-banzodioxol-5- 
ylsulfonyl) (2-methylpropyl) amino] -2-hydroxy-l- (phenylme tlxyl) propyl] amino] - 
2-metbyl-3-oxoprppyl]tbio] acetyl]-, 1, 1 -dim* thyl* thyl ester (9CI) (CA 
INDEX NAME) 

Absolute stereochemistry. 



0 Me OH i*Bu 



RN 191414-07-0 CAPLUS 

CN Propanamide, N-( (IS, 2R)-3-{ (l,3-b*nzodioxol-5-ylsulfonyl) (2- 

methylpropyl) amino] -2-hydrojcy-l- (phenylmatbyl) propyl] -2-n*thyl-3- ( (2-oxo-2- 
pbenylethyl}tblo}-, (2S)- (9CI) (CA INDEX NAHE) 

Absolut* 8t*r*ocb*mi8try. 



Absolut* stereochemistry. 
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L4 MISSXR 12 07 19 CAFLUS COpnUGHT 2005 ACS on STN (Contlmitd) 




?b OH 



HN 191414-09-2 CAPLUS 

CM Propanaaide, N- [ (IS, 2R) -3- [ (1, 3-b*n20dioxol-S-ylsulfonyl) (2- 

metfaylpropyl) ami do) -2-hydroxy-l- ( pheny In* rbyl) propyl] -3- ( ilH-imid«zol->4- 
yIm8thyl)tbio]>2*iMthyl>, (2S)- (9CI) (CA INDEX NAME) 

Absolut* 9t«r«och*ffli9try. 




RN 191414-10-5 CAPLUS 

CN Propanamide, N- ( (IS, 2R) -3- ( (1, 3-b«nzodioxol-5-yl8ulfonyl) (2- 

methylpropyl) amino] -2-hydroKy-l- (pbenylm«thyl) propyl] -2-methyl-3-( (IH- 
pyrazol-3-ylraethyl)thio]-, (2S)- (9CI) (CA INDEX NAME) 

Absolut* st*r*ochflBistry. 




RN 191414-11-6 CAPLUS 

CN Propanamid*, N- ( (IS, 2R} -3-1(1, 3-b*nzodioHol-5-ylsulf ooyl) (2- 

nethylpropyl) amino] -2-hydroKy-l- (pb*aylmetfayl) propyl] -2-m«thyl-3- 1 (IH- 
pyrazol-4-ylmathyl)thio}-, (2S)- (9CI) (CA INDEX HAHB) 

Absoluts st*r*ochemistry. 



U AN5VER 12 07 19 CAPLUS COPYRIGHT 200S ACS on STN (ConUmiad) 




RN 191414-12-7 CAPLUS 

Of Propaaaaid*, 3-[ (lH-b«azimidazoI-2-ylm*thyl) tbio} -N- [ (IS, 2R) -3-[ (1, 3- 
b*nzodlQBOl-S*yIsulf ooyl) (2-iB*tbylprc^l) aalao] -2-faydroity-l- 
(pbsaylm* tfayl) propyl] •2-B*tliyl-, (2S)- (9CI) (CA INDEX NAME) 

Absolut* 8t*r*ocb*al8try. 




RN 191414-13-8 CAPLUS 

CN Propanamid*, N-( (IS, 2R) -3- ( (1, 3-b*nzodioxol-5-ylsulfonyl) (2- 

nechylpropyl) amino} -2-bydroKy-l- (phaoyliMthyl) propyl) -2-mtbyl-3- [ (5- 
tbiazolylm*tfayl)tbio]-, (2S)- (9CI) (CA INDEX NAME) 

Absolut* 8t*r*ocb*mi8try. 




RN 191414-lS-O CAPLUS 

CN l-Pyrrolldinecarboxylic acid, 2- [ ( [ (2S) -3- ( [ (IS, 2R) -3- 1 (1, 3-benzodioxol-5- 
ylsulfonyl) (2-metbylpropyl) ami no] -2-hydroxy-l- (pb« ay In* tbyl) propyl] amino] - 
2-mathyl-3-ox<vrapyl}tbio]m*tbyl]-, pbaaylmstbyl •9t*r, (2S)- (9CI) (CA 
INDEX NAHE) 

Absolut* st*r*ocbamiatry. 



L4 ANSVER 12 OP 19 CAPLUS COPYRIGHT 2005 ACS on STN (ContiDU*d) 




RN 191414-18-3 CAPLUS 

CN l-Pyrrolidinecarboxylic acid, 2-( [ [ (2S) -3-( { (IS, 2R)-3-i (l,3-b*nzodloxol-5- 
ylsulf onyl) (2-m*thylpropyl) anioo] -2-hydroKy-l- (ph*iiylm*thyl) propyl] amino] - 
2-m»thyl-3-oxopropyl]thioln*tliyl]-, pbanyloMthyl •st^r, (2R)- (9CI) (CA 
INDEX NAME) 

Absolut* at*r«ocb*aistry. 




RN 191414-21-8 CAPLUS 

CN l-Pyrrolidin*carboxylic acid, 2- [ ( { {2S) -3-( [ (1S,2R) -3-1 (1, 3-b*nzodloxol-5- 
ylsulf onyl) (2-ra*tbylpropyl) amino] -2-bydroxy-l- (pbflnyla*tbyl) propyl] amino] - 
2~methyl-3-oxopropYl]9ulfonyl)a*tbyl]-, pb*nylm*tbyl •st*r, (2R)- <9CI) 

(CA INDEX NAME) 

Absolute atftr*ocb*fflistry. 




RN 191414-24-1 CAPLUS 

CN Propanamid*, N-[ (1S,2R) -3-[ (l,3-b*nzodioxol-5-ylsulfORyl) (2- 

mathylpropyl) amino] -2-bydroxy-l- (pbanylm* tbyl) propyl] -2-m*thyl-3- (2- 
pyridinylthio)-, (2S)- (9CI) (CA INDEX HAKE) 



U ANSWER 12 OF 19 CAPLUS COPYRIGHT 2005 ACS on STN (Continu*d) 




RN 191414-26-3 CAPLUS 

CN D-Ribofurano9id«, m*tbyl S-S-[ (2s)-3-[ [ (lS,2R)-3-[ (l,3-b«nzodioxol-5- 
ylsulf onyl) (2-m*thylpropyl) amino) -2-bydroxy-l- (pbanylm* tbyl) propyl] amino) - 
2-m*thyl-3-oxopropyl]-2.3-0-(l-nfttbyl*tbylid*n*)-5-tbio- (9CI) (CA INDEX 
NAKE) 

Absolut* 8t*r*och*iid.9try. 



PAGE 1-A 




PAGE 1-B 



RN 19H14-2'7-4 CAPLUS 

CN D-Ribofurano3id», ra«tbyl 5- ( ( (25) -3- ( ( ( IS, 2R) -3- [ (1, 3-b*nzodioxol-5- 

ylaulf onyi) (2-methylpropyl) amino] -2-hydroxy-l- (pbenylm*thyl)propyl) amino] - 
2-a*tbyi-3-oxopropyl) sulf onyl] -5-d*oxy-2, 3-0- (l-a*tbyl*tbylid*n*) - (9CI) 
(CA INDEX NAHE) 

Absolut* st*r*ocb*mistry. 



Absolut* st*r*och*mi9try. 
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U ANSVKR 12 or 19 CAPLUS OOPnUGHT 200$ ACS oo STH {Contimitd) 



PAGS 1>A 




RN 191414-28-5 CAPLUS 

CN Propanamlde, N-HIS, 2R) -3-{ (l,3-benzodloxol-5-yl3ulfonyl) (2- 
methylpropyl) amino] -2- hydroxy- 1- (pheaylraethyl) propyl] -3-( [3-hydroi{y-2,2- 
bi3(bydroxyB«tbyl) propyl] tbio)-2-n»tbyl-, (25)- (9CI) (CA INDSX NAME) 

Absolutt 9t*r«ocb«mi3try. 




Ph OH 



BN 191486-19-8 CAPLUS 

CN Propaaamide, N-[3- ( (1, 3-benzodioxoi-5-ylsulfonyl> (2-mftthylpropyl) amino] -2- 
hydroxy-l- (phenylmotbyl) propyl] -2-m«thyl-3- ( [ (2-phenyl-l, S-dioxan-S- 
yl) methyl] thio] [5[S(lS,2R)]]-[partiall- (9CI) (CA INDEX NAHB) 

Absolute stereochemistry. 



L4 ANSBER 12 OP 19 CAPLUS CQPYRIGRI 200S ACS oo STN (Coatimiad) 



BN 191486-20-1 CAPLUS 

CN Propanamlde, N-[3-( (l,3-benzodioxol-5-ylsulfonyl) (2-aetbylpropyl} amino] -2- 
hydroxy-1- (phenylmetbyl) propyl] -2-methyl-3- [ [ (2-phenyl-l, 3-dioaan-S- 
yl) methyl] sulfonyl]-, l5(S(lS,2R)J)-[parUfllJ- (9C1) (CA INDEX KAHB) 

Absolut* startochesdstry. 




RN 207686-74-6 CAPLUS 

CN Propanamlde, N- [ (IS, 2R) -3- ( (1, 3-benzodioxol-5-ylsulfonyl) (2- 

methylpropyl) amino] -2-hydroxy-l- (pheaylraethyl) propyl] -2-raethyl-3- ( (2-( (2- 
{4-mo^pholinyl)etbyl]amino]-2-OBO0thyl]tbio)-, (25) - {9CI) (CA INDSX 
NAME) 

Absolute atareocheaistry. 




RN 207686-75-7 CAPLUS 

CN Prppaaanlda, N-( (IS, 211} -3-{ (l,3-banzodiORol-S-yl3ulfoayl) (2- 

mathylpropyl) anino] -2-bydro«y-l- (phenylnathyl) propyl] -2-natbyl-3- [ [2-oxo-2- 
(4-thlomorpboliiiyl)athyl]tblo)-, (2S)- (9CI) (CA INDEX NAHB) 



L4 ANSWER 12 07 19 CAPLUS COPYRIOIT 2005 ACS on STN (Continued) 
Absolute stereochemistry. 

0 Me OH i-Bu ^x'"^^ ° 

IT 174303-e6-3P 1S3004-74-2P 1S3004-77-SP 
ie31«2-29-«P 191412-77«a» 191412>B4-7P 
191412-8S-8r 191412-S6>9P 191412-B9-2P 
19t412-90-5P 191412-94>9P 

RL: SPN (Synthetic preparation)) PREP (Preparation) 

(preparation of sulfonylalkanoylanlno hydroxy* thylami no sulfonamide 

retrcFviral protease inbibitora) 
RN 174303-66-3 CAPLUS 

CN Propanamlde, N-( (lS,2R)-3-( (l,3-benzodioxol-5-yl9ulfonyl) (2- 

methylpropyl) amino] -2-bydroxy-l- (phenylmethyl) propyl] -2-nMtbyl-3- 
(mathylsulfonyl)-, (2S)- (9CI) (CA INDEX NAME) 

Absolute steraochcBiatry. 




Ph OH 



RN 183004-74>2 CAPLUS 

CM Propanamlde, N-( (lS,2R)-3-( (l,3-benzodioxol-5-ylsulfonyl) (2- 

me thy Ip ropy 1 ) ami no] - 2 -byd roxy- 1 - (pheny Ime thy 1 ) p ropyl ] - 2 -me thy 1 - 3 - ( ( R) 
methylaulfinyll-, (2S)- (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 




RN 183004-77-5 CAPLUS 

CN Propanamlde, N-[ (IS, 2R) -3-[ ( (2-amino-6-benzothiazolyl) sulfonyl] (2- 
metbylpropyl) amino] -2-hydroxy-l- (pb*nylm*thyl) propyl] -2-n*thyl-3- 
(methylsulf onyl) (2S)- (9CI) (CA INDEX NAME) 



L4 ANSWER 12 OF 19 CAPLUS COPYRIGHT 2005 ACS on STH (Continued) 




RN 183182-29-8 CAPLUS 

CN Propanamlde, N- [ (IS, 2R) -3- { (I, 3-benzodioxol-5-ylsulfonyl) (2- 

n* thy Ip ropyl) amino] -2-hydroxy-l- (phenylmethyl) propyl] -2-methyl-3- ( (S) 
methylsulfinyl]-, (2S) - (9CI) (CA INDSX NAME) 

Absolut* stereochemistry. 




BN 191412-77-8 CAPLUS 

CN Propanamlde, N- [ (IS, 2R) -3- [ (1, 3-benzodioxol-5-yl8ulf onyl) (2- 

methylpropyl) amino] -2-hydroxy-l- (phenylmethyl) propyl] -2-methyl-3- [ [3-oxo-3- 
(l>pip*raziayl) propyl] sulfonyl}-, nooobydrochlorid*. (2S)- (9CI) (CA 
INDEX NAME) 

Absolut* staraochemistry. 




• hci 



RN 191412-84-7 CAPLUS 

CN Propanamlde, N-[ (1S,2R) -3-t (l,3-benzodloxol-5-ylsulfonyl) (2- 

methylpropyl) amino] -2-hydroxy-l- (phenylmethyl) propyl] -3-[ (lH-lmid■^ol-l• 
ylmetbyl)sulfonyl]-2-methyl-, (2S)- (9CI) (CA INDEX NAHB) 

Absolute staraochemlstry. 



Absolute stereochenistry. 



10/677,729 
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L4 ANSWER 12 07 19 CAPLUS OOPYRIGRT 200S ACS on STN (Coatinuad) 




RN 191412-85-8 CAPLUS 

CN Propanamide, N- [ (IS, 2R) -3-( (I, 3-b«azodioKe>l-5-yl5ulfonyl) (2- 

msthylpropyl) «nino] -2-bydroxy-l- (phMylawtl^l) propyl] -2-iutbyl-3- [ (IH- 
pyrazol-3-ylnttfayl)8ulfoayl]-, <2S)- (9CI) (CA INDEX NM4S) 

Absolut* sttraochenistry. 




vat 191412-86-9 CAPLUS 

CM Propanaraide, N-( (1S,2R) -3-[ (l,3-benzodioKol-5-ylsulfooyl) (2- 

Bifttbylpropyl) amino] -2-hydroxy-l- (phanylmathyl) propyl] -2-methyl-3-l (IH- 
pyrazol-4-ylin«thyl)aulfODyl]>, (2S}-(9CI} (CA INinx NAHZ) 

Absolute staraochamistry. 




BN 191412-89-2 CAPLUS 

CN Propanamide, N- [ <1S, 2R) -3- ( (1, 3-ben2odioxol-5-ylsuIf onyl) (2- 

mathylpropyl) amino} -2-bydro)cy-l- (pbenylraethyl) propyl] ♦•2-methyl-3-I ( (25) -2- 
pyrrolidinyloethyljsulfonyl]-, (2S)- (9CI) (CA INDEX NAME) 

Absolut* staraochemistry. 



L4 ANSVER 12 OF 19 CAPUJS OOPYRIGHr 2005 ACS OD STM (Coatlmiad) 




RN 191412-90-5 CAPLUS 

CN Propanamida, N-( (IS, 2R) -3-( (1, 3-baiizodioxol-S-ylsulfoayl) (2- 

mathylpr^iyl) amino] -2-hydroxy-l- (phaoyinathyl) prolyl) -2-nathyl-3-[ [ (2R) -2- 
pyrrolidinyliutfayl]8Ulfonyl]-, (25)- (9CI) (CA INDEX NAME) 

Absoluta staraochamistry. 




BN 191412-94-9 CAPLUS 

CN Propanamida, N-( (IS, 2R} -3- ( (1, 3-banzodioxol-5-yl9ulf ooyl) (2- 

methylpropyl) amino] -2-hydroxy-l- (phanylmathyl) propyl] -3- [ [3-bydro]cy-2, 2- 
bi9(hydroxynathyl) propyl] sulfoQyll-2-inathyl'-, (2S)-(9CI) (CA INDEX HAHE) 

Absoluta staraochamistry. 
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TI Preparation of sulfonylalkanoylamlno hydroxyathylamino sulfonamide 

retroviral protease inhibitors 
IN Gettnan, Daniel P.) Dacrescenzo, Gary A. i Fraskos, John N.i Vazquez, 

Michael L.» Sikorski, Jamas A. i Devadaa, Balekudru) Nagarajan, Srinivasani 

Mcdonald, Joseph J. 
PA G.D. Saarle and Co., USA 

SO U.S., 57 pp., Cont.-ln-part of U.S. Ser. No. 401,838, abandoned. 

CODEN: USXXAH 
DT Patent 
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PATENT NO. 




KIND 


DATE 


APPLICATION NO. 




DATS 


PI 


US 


5705500 




A 




199S0106 


US 1995-478625 




19950607 




CA 


2215066 




AA 




19960919 


CA 1996-2215066 




19960307 




VO 


9628418 




Al 




19960919 


WO 1996-US2682 




19960307 






V: AL, AM, 


AT, 


AU, 


AZ 
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BR, BY, CA, CH, CN, 


C2, 


DE, DK, EE, 






BS, FI, 


GB, 


GB, 


HU 


IS, JP, 


XE, KG, XP, XR, X2, 


LK, 
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LU, LV, 


HO, 


M6, 


MK. 
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RO, 
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SD, 


SZ 


UG, AT, 


BE, CH, DE, DX, ES, 


FI, 


FR, GB, GR, 






IE, IT, 


LU, 


MC, 


NL 


PT, SB, 


BF, BJ, CF, CG, CI, 


CM, 


OA 




AU 


9666951 




Al 




19961002 


AU 1996-66951 




19960307 




AU 


711098 




B2 




19991007 










EP 


813519 




Al 




19971229 


EP 1996-911229 




19960307 




EP 


813519 




Bl 




20010509 












R: AT, BE, 


CH, 


DE, 


DK 


ES, FR, 


GB, GR, IT, LI, LU, 


NL, 


SE, PT, IB, 






SI, LT, 


LV, 


FI 














CN 


1183767 




A 




19980603 


CM 1996-193609 




19960307 




BR 


9607450 




A 




19980630 


BR 1996-7450 




19960307 




JP 


11503414 




T2 




19990326 


JP 1996-527646 




19960307 




EP 


1052250 




Al 




20001115 


EP 2000-114155 




19960307 




EP 


1052250 




Bl 




20040714 












R: AT, BB, 


CH, 


DS, 


DK, 


ES, FR, 


GB, GR, IT, LI, LU, 


NL, 


SE, PT, IE, 






SI, LT, 


LV, 


FI 














AT 


201014 




S 




20010515 


AT 1996-911229 




19960307 




ES 


2157437 




T3 




20010816 


ES 1996-911229 




19960307 




PT 


813519 




T 




20011031 


PT 1996-911229 




19960307 




SK 


282893 




B6 




20030109 


SK 1997-1223 




19960307 




PL 


186059 




Bl 




20030930 
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19960307 
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20040715 


AT 2000-114155 
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EE 
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Bl 




20040816 
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OS HARPAT 128:115228 
AB Sulfonylalkanoylamino hydroxyathylamino sulfonamide conpds. 

R$S(O|t(CH2)aCHRlCONHCHR2ai(0H)ai2NR3SO2R4 (Rl - K, alkyl, alkenyl, 
alkynyl, faydroxyalkyl, alkoxyalkyl, cyanoalkyl, CH2CONK2. CH2CH2C0NH2. 
CH2S02NH2, CH2SMa, CH2S0He, CH2S02Hei R2 - alkyl, aralkyl, alkylthioalkyl, 
arylthioalkyl, cycloalkylalkyli R3 - alkyl. cycloalkyl, cycloalkylaathyl} 
B4 - benzo-fused heteroaryl or heterocyclyl; t - 0-2) vera prepared as 
retroviral protease inhibitors. Thus. N- [2R-hydroxy-3- [ (2- 
methylpropyl) ( (l,3-benzodioxol-5-yl) 8ulfonyl]amiDo] -IS- 
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(phenylmethyl) propyl] -2s-methyl-3- (mathylsulfonyl) propanamide was prepd. 
and assayed for HIV protease inhibitory activity (IC50 - 2 nHi EC50 - 20 
nH). 

IT t74303-66-3P 183004-72-OB> 183C04-T3-1V 
103004-74-2? 183004-76-6? 183182-29-8P 

RL: BAC (Biological activity or effector, except adverse) ; BSU (Biological 
study, unclassified) I SPN (Synthetic preparation) r THU (Therapeutic use) f 
BIOL (Biological study) i PREP (Preparation); USES (Uses) 

(preparation of sulfonylalkanoylamino hydroxyethylamino sulfonamide 
retroviral protease inhibitors) 
RN 174303-66-3 CAPLUS 

CN Propanamide, N-( (IS, 2R) -3- [ (1, 3-benzodioxol-5-ylsulf onyl) (2- 

mathylpropyl) anino] -2-hydroxy-l- (phanylmathyl) propyl] -2-ma thyl-3- 
(natbylsulf onyl) (2S)- (9CI) (CA INDEX NAME) 

Absoluta stareocbenistry. 




Ph OH 



HN 183004-72-0 CAPLUS 

CN PropanamjLda, N- ( (IS, 2R) -3- ( [ (2, 3-dlhydro-l, 4-banzodioxln-6-yl) sulf onyl) (2- 
mathylpropyi) amino] -2-bydroxy-l- (phanylmathyl) propyl] -2-ffl*thyl-3- 
(matfaylsulfooyl) (2S)- (9CI) (CA INDEX NAME) 

Absoluta staraochamistry. 




Ph OH 



BN 183004-73-1 CAPLUS 

CH Propanamida, N- ( (IS, 2R) -3- [ (6-banzothiszolylsulf onyl) (2- 

nathylpropyl) amino] -2-faydroxy-l- (phenylmatfayl) propyl] -2-matbyl-3- 
(natfaylsulfooyl) (2S)- (9CI) (CA INDS( NAME) 

Absolut* staraochamistry. 
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BN 183004-74-2 CAPLUS 

CN Propanamide, N-[ (lS,2R)-3-( (l,3-b«azodloxoI-S-yl9ulfoQyl) (2- 

mathylpropyl) ami no] -2-hydro«y-l- (phaQylmatfayl) propyl] -2-mtthyl-3- ( (H) - 
BMtbylsulf ioylj IZS)- (9CI) (CA INDEX NAME) 

Absolut* sttraochtnistry. 




RN 183004-78-6 CAPLUS 

CN Propaaamida, N<[ (lS,2n)-3-[ (S-b«ozotbiazolylsulfonyl) (2- 

methylpropyl) anino] -2-hydroxy-l- (phaaylmathyl) propyl] -2-matbyl-3- 
(natbylsulfonyl)-, (25)- (9CI) (CA INDEX NAME] 

Absolut* st*reoch«mlstry. 




Ph OH 



BN 183182-29-B CAPLUS 

CN Propaoamid*, N- [ (IS, 2n) -3- [ (1, 3-b*nsodioxol-5-ylsulf onyl) (2- 

iMthylpropyl) amino] -2-bydroxy-l-(phaiiylm*tliyl]propyl]-2-iMthyl-3-[ (S) - 
n*thyl8UlflDyl]<, (25)- (9CI] (CA INDEX NAME) 

Absolut* st*r*och*mlstry. 



L4 ANSVER 13 OF 19 CAPLUS COPYRIGHT 2005 ACS on STN (CoDtinuad) 




Pb OH 



IT 183004-99-lP 183005-01-8^ 

RLt RCT (R*actant)} SPN (Synthatlc preparation)! PREP (Preparation)! RACT 
(Reactant or raagcnt) 

(preparation of sulfonylalkanoylamino bydroxyathylaaino sulfonasiide 
retroviral protease inhibitors) 
BN 183004-99-1 CAPLUS 

CN Stbaaetbioic acid, S-((2S)-3>(C (lS,2R)-3-( (l,3-b*nzodiesol-5-ylsulfonyl) (2- 
Dethylpropyl) amino] -2-hydroiiy-l- (pbcnylnetbyl) propyl] amino] -2-B*tbyI-3- 
oxopropyl] ester (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 




RN 183005-01-8 CAPLUS 

CN Propananide, N- [ (IS, 2R) -3- [ (1, 3-beazodioxol-5-ylsulfonyl) (2- 

fflethylpropyl) amiao] -2-hydroxy-l- (phenylmethyl) propyl] -2''m*thyl-3- 
(mathyltbio)-, (2S)* (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 




IT 183004-75-3r 183004-76-4P 183004-77-5P 

RLt SPN (Synthetic preparation) i PREP (PreparatioD) 

(prepare tioa of sulfonylalkanoylaniQo hydroxy* thy lami no sulfonamide 
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retroviral protease inhibitors) 

RN 183004-75-3 CAPLUS 

CN Propanaoide, N- t (IS, 2R) -3-( { (2,3-dlhydro-5-benzofuranyl)sulfonyl] (2- 
methylpropyl) amino] -2-hydroxy-l- {phenylmethyl} propyl] -2-methyl-3-' 
(methylsulfonyl)-, (2S)- (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 




RN 183004-76-4 CAPLUS 

CN Carbamic acid, [5-( [ [ (2R,3S) -2-hydroxy-3-( ( (2S)-2-methyl-3- 
(mathylsulfonyl) -1-oxopropyl] amino] -4-phenylbutyl] (2- 
methylpropyl) amino] sulfonyl]-lH-benzimidazol-2-yl]-, methyl ester (9CI) 

(CA INDEX NAME) 

Absolute 9t«reocbefflistry. 




Ph OH 



RN 183004-77-5 CAPLUS 

CN Propananide, N- [ (IS, 2R) -3- [ ( (2-amino-6-benzothiazolyl) sulf onyl] (2- 
nethylpropyl) amino] -2-bydroxy-l- (phenylmethyl) propyl] •2-methyl-3- 
(metfaylsulf onyl) -, (2S)- (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 




Ph OH 
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TI Preparation of N-(2-hydroxy-4-phenyl-3- (sulfonylalkanoylamino) butyl] arylsu 

Ifonamides and analogs as retroviral protease Inhibitors 
IN Sikorski, James A.r Getman, Daniel P.! Decrescenzo, Gary A. i Devadas, 

Balekudrui Freakos, John N. ! Lu, Htrang-fun! Mcdonald, Joseph J. 
PA G.D. Searla and Co., USA! Sikorski, James A.! Oetman, Daniel P.i 

Decrescenzo, Gary A. i Devadas, Balekudrui Freskos, John N.i Lu, Hvang-Funf 

Mcdonald, Joseph J. 
SO PCX Int. Appl., 68 pp. 

COOEN: PIXXD2 
DT Patent 
LA English 
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PATENT NO. KIND DATE APPLICATION NO. DATE 
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Al 
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R: AT, 


BE, 


CH, 
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DX, 


ES, 


FR, 
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LI, LU, 


NL, 
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2000515488 




T2 




20001121 




JP 1997-518913 




19961113 


PRAI US 
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P 
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OS MARPAT 127 J 65754 

GI 




AB R5SOt(CH2)nC(iV)NHCHR2CH(GH)CH2NR3S02R4 (l! Rl - H, (un) substituted alkyl, 
alkenyl, etc.i R2 - (ar) alkyl, alkylthioalkyl, arylthioalkyl, etc.! R3 - 
(cyclo) alkyl. cyeloalkylalkyl. etc.! R5 - h*t*rocyclyl (alkyl) . 
(hetero)aryl (alkyl), etc.! V - 0 or S! a,t - 0-2] vers prepared Thus, 
(2R,35)-PbCH202CNHCH(CH2Ph)CH(aH)CR2NKC3I2a«e2 (preparation fiven) vas 

amidated 

by benzodioxole-S-sulfonyl chloride and the deprotected product amidated 
by (S) -AeSCB2CHMeC02U to give, after deprotection, sulfonamide II (R • 
SH). The latter vas S-alkylated by 2- (2-chloroethyl) pyridine (preparation 
given) and the product oxidized to give II (R • 2-(2- 
pyridyl)ethylsulfonyl) . Data for biol. activity of I were given. 
IT 1914U-S4-4P 

RL: BAC (Biological activity or effector, except adverse)* BSU (Biological 



10/677,729 



Page 25 



L4 ANSWER 14 0? 19 CAPLUS OOPYKIGHT 2005 ACS on STN (Contiaued) 

study, UDclassified) I BCT (RaacUiat) > SPN (Syathstic preparation) f THU 
(Tbarapautic U9*) f BIOL (Biological study) i PKEP (Praparatioa) i BACT 
(Raactaat or rAageot); USES (Us«s) 

(prapa. of N- (2 -hydroxy- 4 -pbanyl-3- (sulfonylalkaaoylanino) butyl] arylsul 
foaaaldcs «ad analogs as ratroviral protease inhibitors) 
BN 191413oS4>4 CAPLVS 

CN l-PyrroUdintcarboxylic acid. 2- [ ( [ <2S) -3-(C (IS. 2R) -3- ( (1, 3-btDZodioxol-S- 
ylsulfonyl) (2-mathylpropyl) aniao] -2-hydroxy-l- (phtaylnatb/l) propyl] anioo] - 
2-raethyl-3-ozopropyl]8ulfoflyl]matlxyl]-. phtnylmetbyl aster. (2S)- (SCI) 

(CA INDEX NAME) 

Absolute stareocbefflistry. 




IT 174303-66-3P i8300«>74-2P 183004-77-SP 

103182-29-89 1914112-75-Cr l»l4l2-76-7r 

191412-77*8P 191412-78-9P 191412-79-OP 

191412-80-3P 191412-B1-4P 191412-62-5? 

191412-B3-CP 191412-a4-7P 191412-aS-BP 

i91412-e«-9P 191412-87-OP 191.412-88-lP 

191412-89-2r 191412-90-5P l»1412-ftI-<P 

191412-92-7P l»1412-93-aP 191412-94-9P 

191412-9S-0P 191412-96-lP 191412-97-2P 

191412- 99-4P 191413-00-OP 191413-01-lP 

191413- 02-2P X91413-03-3P 191413-04-49 
191413-05-5P 191413-05-6P 191413-07-7P 
191413-08-8P 191413-09-99 191413-10-2P 
191413-11-39 191413-12-49 191413-13-5P 
191413-14-6P 191413>15-7P 191413-16-8P 
191413-17-9P 191413-lS-OP 191413-19-lP 
191413-20-4P ).»1413-22-6P 1914U-24-SP 
191413-26-OP 191413-29-3P 191413-31-7P 
191413-34-OP X91413-38-2P 191413-38-4P 
19l4l3-40-ap 191413-43-lP 191413-45-3P 
191413-47-59 191413-49-7P 191413-50-0P 
191413-51-19 191413-53-39 191413-S6-4P 
191413-57-79 191413-58-89 191413-61-39 
191413-62-49 191413-84-6P 191413-65-79 
1914U-6<-a9 191413-67-99 191413-68-09 
191413-69-19 191413-70-49 191413-71-59 
191413-72-69 191413-73-79 191413-75-99 
191413-77-19 191413-79-39 191413-82-89 
191413-84-09 191413-8S-2P 191413-88-49 

RL: BAC (Biological activity or effector, except adverse)! BSU (Biological 

study, unclassified) I SFN (Synthetic preparation)! THU (Therapeutic use) i 
BIOL (Biological study); PREP (Preparation)! USES (Uses) 
(preparation of 

N- (2-bydroi(y-4-pheoyl-3- (sulf onylalkanoylamino) butyl] arylsul 
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fonaaides aod analogs as retroviral protease inhibitors) 
RN 174303-66-3 CAPLUS 

CN Propananlde, N- [ (IS, 2R) -3- [ (1, 3-benrodioxol-5-ylsulf onyl) (2- 

netbylpropyl) amino) -2-hydroxy-l- (phenylne thy 1) propyl] -2-nethyl-3- 
(metbylsulfonyl)-, (2S)- (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 




Ph OH 



RN 1B3004-74-2 CAPLUS 

CN Propanamide, N- [ (IS, 2R) -3- [ (1, 3-ben2odioxol-5-ylsulf onyl) (2- 

methylpropyl) amino] -2-hydroxy-l- (phenylmethyl) propyl] -2-nethyl-3- [ (R) - 
aethylsulf inyl] -. (2S)- (9CI) (CA INDEX NAME) 

Absolute stereocheadatry. 




Ph OH 



RN 183004-77-5 CAPLUS 

CN Propanamide. N- [ (IS. 2R) -3- ( [ (2-amino-6-benzothiazolyl) sulf onyl] (2- 
methylpropyl) amino] -2-hydroxy-l- (phenylmethyl) propyl] •'2-methyl-3- 
(mathylsulfooyl)-, (2S)- (9CI) (CA INDEX HAMS) 

Absolute stereocheadatry. 




Ph OH 



RN 163182-29-8 CAPLUS 
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CN Propanamide, N-( (1S,2R) -3-[ (l,3-benzodioxol-5-ylaulfonyl) (2- 

netbylpropyl) amino] -2-hydroxy-l- (phenylmethyl) propyl] -2-methyl-3- ( (S) 

raethylsulfinyl)-, (2S)- (SCI) (CA INDEX NAME) 

Absolute stereochemistry. 




RN 191412-75-6 CAPLUS 

CM Propanamide, N-I (IS, 2R) -3- [ (I, 3-benzodioxol-5-ylsulf onyl) (2- 

methylpropyl) amino] -2-hydroxy-l- (phenylmethyl) propyl] -2-methyl-3- [ (2- (2- 
pyridinyl) ethyl) sulf onyl]-. (2S)- (9CI) (CA INDEX HAHE) 

Absolute stereochemistry. 




RN 191412-76-7 CAPLUS 

CN Propanamide, N- ( (IS, 2R) -3- ( (1, 3-ben2odioxol-5-yl3ulf onyl) (2- 

methylpropyl) amino] -2-hydroKy-l- (phenylmethyl) propyl] -2-methyl-3- ( (2-( [2- 
(1-oxido-l-pyrrolidinyl) ethyl] amino] -2-oxoethyl) sulf onyl] (2S) - (SCI) 
(CA INDEX HAHE) 

Absolute stereochemistry. 




RN 191412-77-8 CAPLUS 

CN Propanamide, N-[ (IS. 2R)-3-[ (l,3-bensodioxel-S-yl8ulfODyl) (2- 

methylpropyl) amino] -2>bydroxy-l- (phenylmethyl) propyl] -2-fflethyl-3- [ [3-oxo-3- 
(l-plperazlnyl)propyl]8ulfoayl)-. menehydrochlorlde. {2S)- (9CI) (CA 
INDEX NAME) 
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Absolute stereochemistry. 




• HCl 



RN 191412-78-9 CAPLUS 

CN Propanamide, N- ( (IS, 2R) -3- [ (1, 3-benzodloxol-&-ylsulf onyl) (2- 

nethylpropyl) amino] -2-hydroxy-l- (phenylmethyl) propyl] •'2-mBthyl-3- [ [2- [ [2- 
(4-oxido-4-morpholioyl) ethyl] amino) -2-oxeethyl] sulf onyl] (25) - (9CI) 
(CA INDEX NAME) 

Absolute stereochemistry. 




RN 191412-79-0 CAPLUS 

CN Propanamide, N-( (lS,2R)-3-( (l,3-benzodioxol-5-yl5ulfonyl) (2- 

methylpropyl) amino} -2-hydroxy-l- (phenylmethyl) propyl] -2-methyl-3-{ (2- (4- 
raorphollnyl) -2-oxoethyl] sulfooyl)-. (2S)- (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 




RN 191412-80-3 CAPLUS 

CN Propanamide, N-[ (IS, 2R) -3-[ (l,3-benzodioxol-5-yl9ulfonyl) (2- 

methylpropyl) amino) -2-hydroxy-l- (phenylmethyl) propyl) -2-methyl-3- { [2-oxo-2- 
(1-piperazlnyl) ethyl] sulf onyl]-. oenohydrocbloride. (2S)- (9CI) (CA INDEX 
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KAHE) 

Absolut* 8t«r«och«Bl8try. 




• hci 



HW 191412-81-4 CAPLUS 

Ol Propanamldt, N- [ (IS, 211) -3- [ (1, 3-benzodloxol-S-yl9ulfoayl) (2- 

iMthylpropyl) amino] -2-hydroxy-l- (phanyliaethyl) propyl} -2-m«thyl-3- [ <2-oxo-2- 
pbonyl«thyl)9Ulfonyl]-, (2S) - (dCI) (CA INDSX NAME) 

Abaolut* stereochemistry. 




BN 191412-82-5 CAPLUS 

CN Propaoamide, lJ-( (lS,2R)-3-( (l,3-benzodioxol-5-yl3ulfonyl) (2- 

methylpropyl) amino] -2-hydroKy-l- (phanylmetbyl) propyl] -3- ( [2- (1, l-dioxido-4- 
thiomorpholinyl)-2-o«oetiiyl]sulfonyll-2-methyl-, <2S)- (9CI) (CA INDEX 
NAHB) 

Absoluts stereochemistry. 




BN 191412-83-6 CAPLUS 

CN Butanoic acid, 4- 1 [ (2S) -3- ( ( US, 2R) -3- ( (1, 3-benzodioKol-5-ylsulf onyl) (2- 



L4 ANSVER 14 07 19 CAPLUS COPYRIGHT 2005 ACS on STN (Continued) 

nethylpropyl) amino] -2-hydroxy-l- (phenylmetfayl) propyl] amino] -2-Bstbyl-3- 
osopropyl] thiol-, ethyl ester (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 




RN 191412-84-7 CAPLUS 

ON Propanamldft, N- [ (IS. 2R) -3- [ (l,3-benzodioxol-5-ylsulfonyl) (2- 

methylpropyl) amino] -2- hydroxy- 1- (pheoylmethyl) propyl] -3-[ (IH-imidazol-l- 
ylnethyl) sulfonyl] -2-m*tbyl-, (2S)- (9CI) (CA INDEX HAKE) 

Absolute stereochemistry. 



PL 




KN 191412-fi5-B CAPUJS 

CN Propanamide, N-[ (1S,2R) -3-[ (l,3-beDZodioxol-5-ylsulfonyl) (2- 

methylpropyl) amino) -2-bydroxy-l- (phanylmetbyl) propyl] -2-methyl-3-[ (IR- 
pyrazol-3-ylmetbyl) sulf onyl] -, (2S)- (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 




RN 191412-86-9 CAPLUS 

CN Propanamide, N-[ (1S,2R) -3-{ (l,3-beQZOdioxoi-5-ylsulfonyl) (2- 

methylpropyl) amino] -2-hydroxy-l- (phenylmethyi) propyl] -2-methyl-3*[ (IH- 
pyrazol-4-ylmethyl) sulf onyl}-, (2S)- {9CI) (CA INDEX NAME) 

Absolute stereochemistry. 
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RN 191412-87-0 CAPLUS 

CN Propanamide, 3-[ (lH-b«nzimidazol-2-ylmethyl)sulfonyl] -N-( (1S,2R) -3-( (1,3- 
benzodioxol-S-ylsulfonyl) (2-metbylprq3yl) amino] -2-hydroxy-l- 
(pbenylmethyl) propyl] -2-methyl-, (25)- (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 




RN 191412-88-1 CAPLUS 

CN Propanamide, N-t (1S,2R) -3-( (l,3-benzodioxol-5-ylsulfonyl) (2- 

metbylpropyl) amino] >2-hydroxy-l- (phenylnethyl) propyl] -2-methyl>3* [ (5- 
tblazolylmethyDsulfooyl]-, (2S)- (9CI) (CA INDEX NAHB) 

Absolute stereochemistry. 




RN 191412-89-2 CAPLUS 

CN Propanamide, N-( (1S,2R) -3-t (l,3-benzodioxol-5-yl8ulfonyl) (2- 

methylpropyl) amino] -2-hydroxy-l- (phenylmethyl) propyl] •2-raethyl-3- [ [ (2S) -2- 
pyrrolidinylmsthyl] sulf onyl]-, (2S)- (9CI) (CA INDEX NAHE) 

Absolute stereochemistry. 
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CN Propanamide, N- ( (IS, 2R) -3- ( (1, 3-benzodioxol-5-yl3ulfonyl) (2- 

methylpropyl) amino] -2-hydroKy-l- (phenylnethyl) propyl] -2-methyl-3- ( ( (2R) -2- 
pyrrolidinylmethyl] sulf onyl]-, (2S)- (9CI) (CA INDEX NAHE) 

Absolute stereochemistry. 




RN 191412-91-6 CAPLUS 

CN Propanamide, N- ( (IS, 2R) -3- ( (1, 3-benzodioxol-5-ylsulfonyl) (2- 

methylpropyl) amino] -2-hydroxy-l- (phenylmethyl) propyl] -2-«ethyl-3- (2- 
pyridinylsulfonyl)-, (2S)- (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 




RN 191412-92-7 CAPLUS 

CN Propanamide, N- [ (IS, 2R) -3- [ (1 , 3-bcnzodioxol-5-yl8ulf onyl) (2- 

methylpropyl) amino] -2-hydroxy-l- (phenylmethyl) propyl] -3- [ [3-hydroxy-2- 
(hydrosynethyl) propyl] sulf onyl] -2-nethyl-, (2S)- (9CI) (CA INDEX NAHE) 

Absolute stereochemistry. 




Ph OH 



RN 191412-93-a CAPUTS 

CN D-Ribofuranoaide, methyl 5-{ { (2S) -3-{ [ (IS, 2R) -3-[ (1, 3-beDZodioxol-S- 

ylsulfonyl) (2-methylpropyl) amino) -2-hydroxy-l- (phenylmethyl) propyl] amino) - 
2-methyl-3-oxopropyl] sulf onyl) -5-deoxy- (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 



RN 191412-90-5 CAPLUS 
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HO OH 



BM 191412-94-9 CAPLUS 

at Propaoaaid«, N< [ (IS, 2R> -S^f (1, 3-beiizodloxol-5-ylsulf ooyl) (2- 

methylpropyl) amino] -2-bydroxy-l-(phenyliaetbyl) propyl] -3-{ (3-hydroxy-2, 2- 
bia(bydroxynethyl) propyl] sulfonylJ-2-methyl-, (2S)- (9CI) (CA IKDBC NAME) 

Absolut* staraocbeaistry. 




SH 191412'-95-0 CAPLUS 

CH Propanamida, N-[ (1S,2R) -3-[ (1« 3-b«n2odioxol-S-ylsulfonyl) (2- 

raathylpropyl) aoino] -2-hydro«y-l- (phanylmetfayl) propyl) -2-nMthyl-3- ( [2-oxo-2- 
(2-pyrldiiiyl) ethyl] sulfonyl]-. <2S)- <9CI) (CA INDEX NAHE) 

Absoluta stereochanistry. 




RN 191412-96-1 CAPLUS 

CN Propanamida, N-[ (lS,2R)-3-(C (2,3-dlhydro-l,4-benzodioxin-6-yl)sulfonyl] (2- 
mathylpropyl) amino] •2-hydroiEy-l- (phanylmatlsyl) propyl) -2-mathyl-3-I (2-oho-2- 
(2-pyridiikyl)athyl]sulfoityl]-. (2S)- <9CI) (CA INDEX NAKB) 

Absoluta ataraochamistry. 
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VH 191412-97>2 CAPLUS 

CN Propananida, N- [ (IS, 2R) -3-( (6-baazothiazolylsulf onyl) (2- 

methylpropyl)amino) -2-hydroKy-l- (phanylnathyl) propyl] -2-mathyl-3-( (2-o«o-2- 
(2-pyridioyl)athyl]sulfOQyl]-, (25)- (9CI) (CA INDEX NAHB) 

Absoluta staraocbanistry. 




RN 191412-9g>4 CAPLUS 

CN Propananida, N-{ (IS, 2R) -3- ( (S-banzothlazolylsulf onyl) (2- 

mathylpropyl) amino] -2-hydroicy-l- (pbaaylmathyl)prcqpyl] •2-mathyl-3- [ [2>oxo-2- 
(2-pyridinyl)atbyl]8ulfonyl]', (25)- (SCI) (CA INDEX NAME) 

Absoluta staraochamistry. 




RN 191413-00-0 CAPLUS 

CN Propanamida, N- ( (IS, 2R) -3-[ [ (2,3-dihydro-5-ban2ofuranyl)sulfonyl] (2- 

ffiethylpropyl) amino] -2-bydroxy-l- (phanylmathyl) propyl] '-2-matbyl-3- [ (^-oIIo•^' 
(2-py^idinyl) ethyl] sulfonylj-, (2S)- (9CI) (CA INDEX NAHE) 

Absolute sCereochanistry. 
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RN 191413-01-1 CAPLUS 

CN Propanamide, N- I (IS, 2R) -3- ( (1, 3-benzodioxol-S-ylsulfonyl) (2- 

raethylpropyl) amino] >2-bydroicy-l- (pbanylmatfayl) propyl] -2-mathyl-3- [ [2-oxo-2- 
(3-pyridinyl)athyl]8ulfonyl]-, (25)- (9CI) (CA INDEX NAME) 

Absolute staraocbamistry. 




BW 191413-02-2 CAPLUS 

CN Propanamide, N- [ (IS, 2R) -3- ( [ (2, 3-dibydro-l, 4-benzodio«in-6-yl) sulf onyl] (2- 
metbylpropyl) amino] -2-hydroxy-l- (phanylmathyl) propyl] -2-mathyl-3- ( (2-ojto-2- 
(3-pyridinyl) ethyl] suUonyl}-, (25)-(9CI) (CA INDEX NAME) 

Absolute staraocbamistry. 



O 0 0 Me OH i-Bu ^X^^ 



RN 191413-03-3 CAPLUS 

CN Propanamide, N- [ (IS, 2R) -3- [ {6-banzothiazolylsulf onyl) (2- 

oetbylpropyl) amino] -2>hydroxy-l- (phanylmathyl)propyli -2-matbyl-3- ( {2-ojco-2- 
(3-pyridinyl) ethyl] sulf ooyl]-, (2S}- (9CI) (CA INDEX NAHE) 

Absolut* staraochamistry. 




L4 ANSWER 14 07 19 CAPLUS COPYRIGHT 200S ACS on STN (Continued) 
CN Propanamide, N-t (IS, 2R) -3-{ (S-benzothiazolylsulfonyl) (2- 

metbylpropyl) amino] -2-hydroxy-l- (phanylmathyl) propyl] -2-mathyl-3- [ t2-oxo-2- 
(3-pyridinyl) ethyl] sulf onyl]-, (2S)- (9CX) (CA INDEX NAHE) 

Absoluta steraocbenistry. 




RN 191413-05-5 CAPLUS 

CN Propanamide, N-( (IS, 2R) -3- [ ( (2, 3-dihydro-5-benzof uranyl) sulfonyl) (2- 

me thy Ipropyl) amino) -2-hydroxy-l- (phenylmethyl) propyl] -2-methyl-3-( I2-oxo-2- 
(3-pyridinyl) ethyl] sulfonyl)-, (2S)- (9CI) (CA INDEX NAHE) 

Absoluta stereochemistry. 




RN 191413-06-6 CAPLUS 

CN Propanamide, N-[ (1S,2R) -3-[ (1, S-banzodioxol-S-ylsulfonyl) (2- 

aatfaylpropyl) amino) -2-bydroxy-l- (phanylnatbyl)prq3yl] -2-mathyl-3-{ [2-oxo-2- 
(4-pyridinyl) ethyl] sulf onyl]-, (2S)- (9C1) (CA INI»DC NAHB) 

Absolute stereochemistry. 




RN 191413-07-7 CAPLUS 

CN Propanamide, N-[ (IS, 2R)-3-( [ (2.3-dihydro-l,4-benzodiosiD-6-yl) sulfonyl] (2- 
methylpropyl) amino] -2-hydroxy-l- (phanylmetfayl) propyl] -2-metbyl-3- [[ 2-oxo-2- 
(4-pyridinyl) ethyl) sulf onyl]-, (2S) - (9CI) (CA INDEX MAHE) 

Absolute stereochemistry. 



RN 191413-04-4 CAPLUS 
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RN 191413>08-a CAFLUS 

CN Propanamid«, M- [ {IS, 2R) -3- [ (6-beiirothiazolylsulfonyl) (2- 

mathylpropyl) amiQol-2-hydro»y-l- (pb«nylaethyl) propyl] -2-m»thyl-3-[ [2-OXO-2- 
(4-pyrldioyl)«thyl]sulfooyl}-, (2S)- (9CI} (CA INDEX HAHB) 

Absoluta 3t*r«och«ni3try. 

0 0 0 Me OH 1-Bu ^^^S^^ 

RN 191413-09-9 CAPLUS 

CN Propanamid*. N-[ (1S,2R) -3-( (5-benzothlazolylsulfonyl) (2- 

matliylpropyl) amino] -2-hydroRy-l- (pb*aylm*thyl) prt^l] -2-mthyl-3> [ [2-cno*2- 
(4-pyridiDyl)«tliyl]9ulfoflyl]-, (25)- (9CX) <CA INDEX HAHB) 

Absolut* stereochemistry. 




RN 191413-10-2 CAPLUS 

CN Propanamide, M-{ (IS, 2R) -3-[ t (2,3-dlbydro-5-b»nzofuranyl)sulfonyl] (2- 

me thy Ip ropy 1) amino] -2-hydroxy-l- (pheoylmethyl) propyl] -2-mathyl-3-( [2-oico-2- 
(4-pyTidlnyl) ethyl] aulfoayl]-, (2S)- (9CI) (OA INDEX NAME) 

Absolute stereochemistry. 
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RN 191413-11-3 CAPLUS 

CN Propaoanide. N-( (1S,2R) -3-( [ (2, 3-dibydro-l,4-beazodioxin-6>yl)sulfonyl] (2- 
nethylpropyl) amino] -2-bydroxy-l- (phtnylnetfayl) propyl] -2-methyl-3-[ (1B> 
pyrazol-3-ylB*thyl)sulfoayll-, US)- (9CI) (CA INDEX NAME) 

Absolute atereocheaistry. 



PK 




RN 191413-12-4 CAPLUS 

CN Propa&amide, N-[(lS,2R)-3-((6-benzothiazolylsulfonyl) (2- 

methylpropyl) aainol -2-hydroxy-l- (pheaylmatfayl) propyl] -2-methyl'>3- [ (IH- 
pyrazol-3-yImetfayl)sulfoayl)-« (25)- |9CI) (CA INDEX HAHB) 

Absolut* stereochemistry. 




RM 191413-13-5 CAPLUS 

CN Propanamlde, N- ( (1S,2R) -3- [ (S-benzothiarolylsulfonyl) (2- 

methylpropyl) amino] -2-hydroxy-l- (phenylmethyl) propyl] -2-methyl-3-{ (IH- 
pyrazol-3-ylnethyl)8Ulfonyl)-, (2S)- (SCI) (CA INDEX NAME) 

Absolute stereochemistry. 
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RN 191413-14-6 CAPLUS 

CN Propanamlde, N-[ (lS,2R)-3-( [ (2,3-dibydro-5-benzofuranyl)sulfonyl] (2- 
methylpropyl) amino] «2-hydroxy-l- (phenylmethyl) propyl] -2-metbyi-3- [ (IH- 
pyrazol-3-ylmethyl)8ulfoiiyl]-, (25)- (SCI) (CA IHDBX NAME) 

Absolute stereochemistry. 




RN 191413-1S-7 CAPLUS 

CN Propanamide, N- ( (IS, 2R) -3-( ( (2, 3-dihydro-l, 4-benzodioxin-6-yl) sulfonyl] (2- 
metbylpropyl) amino] -2-hydroxy-l- (phenylmethyl) propyl] -2-methyl-3- ( (2-oito-2- 
phenylethyDsulfonyl)-, (25)- (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 




Ph CH 



RN 191413-16-8 CAPLUS 

CN Propanamide, N-l (1S,2R) -3-( (6-benzothiazolylsulfonyl) (2- 

me thy Ipropyl) amino] -2-hydroxy-l- (phenylmethyl) propyl] -2-fflathyl-3-( (2-oxo-2- 
phenylethyDsulfonyl]-, (25)- (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 
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RN 191413-17-9 CAPLUS 

CN Propanamlde* N- ( (IS, 2R) -3- ( (S-benzothiazolylsulf onyl) (2- 

methylpropyl) amino] -2-hYdroxy-l- (phenylmethyl) propyl] -2-metfayl-3-[ (2-oxo-2- 
phenylethyDsulfonyl]-, (2S)-(9CI) (CA INDEX NAME) 

Absolute stereochemistry. 




RN 191413-18-0 CAPLUS 

CN Propanamide, N- [ (IS, 2R) -3- ( [ (2, 3-dihydro-5-benzofuranyl) sulf onyl] (2- 

raethylpropyl) amino] -2-hydroxy-l- (phenylmethyl) propyl] -2-metbyl-3-( (2-oxo-2- 
pheoyl ethyl) sulf onyl]-, (25)- (9CI) (CA INDEX HAMS) 

Absolute stereochemistry. 




Pb OH 



RN 191413-19-1 CAPLUS 

CN Propanamlde, N-( (lS,2R)-3-(( (2,3-dihydre-l,4-benzodloxln-6-yl)sulfonyl) (2- 
mathylpropyl) amino] -2-hydroxy-l- (phenylmethyl) propyl] -2-nethyl-3- [ (S- 
thlazolylmethyl) sulf onyl]-, (2S)- (9CI) (CA INDEX HAHB) 



Absolute stereochemistry. 



10/677,729 
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m 191413-20>4 CAPLU5 

CN Propanaoidft, N-[ (1S,2R) -3- [ (6-b«azothi8Zolyl9ulfoQyl) (2- 

lu thy Ipropyl) amino] -2-bydroxy-l- (pbeoylnatbyl) propyl] -2-m*tbyl-3-( (S- 
tbiazolylnethyDsulfonyl]-, (2S)- (9CI) (CA INDSC NAMB) 

Absolut* atarcochtaistty. 




RN 191413-22-6 CAPLUS 

CN Propanamide, W- [ (IS, 2R) -3-( (5-b«nzothlazolylsulf onyl) (2- 
luthylp^opyl)amiao)-2-hydrolly-l-{ph•aylB•thyl)propyl]-2-mathyl-3-( (5- 
thia2olylnatbyl)8ulfoiiyl]-r (2S)- (9CI) (CA INSBX KAMB) 

Absolut* staraocbamlatry. 



Pb^ 




RN 191413-24-8 CAPLUS 

CN Propanamide, N- [ (IS, 2R) -3-1 1 {2, 3-dihydro-5-bBnzofuranyl> sulfonyl) (2- 
methy Ipropyl) amino] -2- hydroxy- I- (pbeoylmathyl) propyl] -2-methyl-3- [ (5- 
thiazolylmethyDsulfonyl]-, (2S)- <9C1) (CA INDEX NAMB) 

Absolut* ster*ocb«ai9try. 
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RN 191413-26-0 CAPLUS 

CN Propananid*, N-{ (1S,2R) -3-[ [ (2,3-dibydro-l,4-b*&zodioxln-6-yl)sulfonyl) (2> 
m*thylpropyl) amino) -2-hydroxy-l- (ph«Qylm*tbyl) propyl] -2-«*tbyl-3- [ (2- (2- 
pyridinyl)«tliyl]sulfonyl)-, (2S)- (9CI) (CA INDSC NANS) 

Absolut* st*r*ocb*Bistry. 




KN 191413-29-3 CAPLUS 

CN Propanamid*, N-( (IS, 2R) -3- { (6-b*iizotbiazolylsulfonyl} (2- 

B* thy Ipropyl) amino) -2-hydrosy-l- (ph*nylm*thyl) propyl] -2-B*thyl-3-[ (2'- (2- 
pyridiDyl)*thyl]sulfonyl]>, <2S)- (9CI} (CA INDEX NAHX) 

Absolut* 8t*r*ocb*mi8try. 




RN 191413-31-7 CAPLUS 

CN Propanaraide, H- [ (IS, 2R) -3- [ (S-b«nzotbiazolylsulf onyl) (2- 

methylpropyl) amino] -2-hydroxy-l- (pbeaylmatbyl) propyl] -2-m*tbyl-3-I (2- (2- 
pyridinyl) ethyl) aulfonyl)-, (25)- (9CI) (CA INDEX NAME) 

Absolut* 9t*r«och«fflistry. 
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RN 191413-34-0 CAPLUS 

CN Propanamid*, N-( (IS, 2R) -3-1 ( (2,3-dihydro-5-b*nzofuranyl)sulfonyl] (2- 

m*thylpropyl) amino] -2-hydroxy-l- (ph*nylm*tfayl) propyl) -2-m*thyl-3- [ [2- (2- 
pyridiixyl)*thyl)sulfoQyl]-. (2S)- (9Ct) (CA INDEX NAME) 

Absolut* st*reochemlatry. 




RN 191413-36-2 CAPLUS 

CN Propanamide, N- ( (IS, 2R) -3- [ (1, 3-b«nzodioxol-5-ylsulfonyl) (2- 

n* thy Ipropyl) amino] -2-hydroxy-l- (pb*nylffl*tbyl) propyl) -2-m*tbyl-3-t (2- {3- 
pyridinyl)*tbyl] aulfonyl]-, (2S)- (9CI) (CA INDEX NAME) 

Absolut* st*r*ocb«aistry. 




RN 191413-38 -< CAPLUS 

CN Propanamid*, N- [ (IS, 2R) -3- ( ( (2, 3-dihydro-l, 4-b*nzodioxin-6-yl)aulfonyll (2- 
a*thylpropyl)amino] -2-hydroKy-l- (ph*nylra*thyl) propyl] -2-m*thyl-3- [ [2- (3- 
pyridinyl)*thyl] aulfonyl]-, (2S)- (9CI) (CA INDEX NAME) 

Abaolut* st*r*ocb*mi9try. 



O 0 Hi OH i-Bu 



L4 ANSWER 14 OP 19 CAPLUS COPYRIGHT 2005 ACS on STN (Continu«d) 
CN Propanamid*, N-[ (IS, 2R) -3-( (6-b*nzothiazolyl8ulfonyl) (2- 

m*thylpropyl) amino) -2-hydroify-l- (phenylmatbyl) propyl] -2-m*thyl-3-I (2- (3- 
pyridioyl) ethyl) sulfooyl]-, (2S)- (9CI) (CA INDEX NAME) 

Absolut* st*r*och*mistry. 




RN 191413-43-1 CAPLUS 

CN Propanamid*, N- ( (IS, 2R) -3- [ (5-b*nzothiazolyl3ulf onyl) (2- 

m* thy Ipropyl) amino] -2-bydroHy-l- (ph*nylm*thyl) propyl) -2-m«thyl-3-( [2- (3- 
pyridinyl)*thyl] aulfonyl)-, (2S)- (9CI) (CA INDEX NAME) 

Absolut* st«r*och*mistry. 




RN 191413-4S-3 CAPLUS 

CN Propanamid*, N- ( (IS, 2R) -3- ( ( (2, 3-dihydro-5-b*nzofuranyl) aulfonyl] (2- 

a*thylpropyl) amino] -2-hydroxy-l- (pb«aylm*thyl) propyl] -2-m*thyl-3- [ [2- (3- 
pyridlnyl)*thyl}sulfonyl]-, (2S)- (9CI) (CA INDEX NAME) 

Absolut* st*r*ocb*Bistry. 




RN 191413-47-5 CAPLUS 

CN Propanamid*, N-I (lS,2R)-3-t (l,3-b*nzodloxol-5-ylsulfonyl) (2- 

m* thy Ipropyl) amino] -2-hydroKy-l- (ph*aylB*tbyl)propyl] -2-m*thyl-3-(C2- (4- 
pyridlnyl)*thyl)sulfoQyl]-, (2S)- (9CI) (CA INDEX NAME) 

Absolut* st*r*och*mi8try. 



RN 191413-40-e CAPLUS 



10/677,729 
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RN 191413-49-7 CAPLUS 

CN PropanamidA, N-[ (lS,2Il}~3-( ( (2, 3-dihydro-l, 4-b«QZOdioitla-6-yl) sulfonyl) (2- 
mfltliylpropyl) aiaino] -2-bydroxy-l- (phtoyliMthyl) propyl] •2-iHthyl-3- ( [2- (4- 
pyridiiiyl)atlxyl]8ulfonyl]-, (2S)> (9CI) (CA INDBX NAME) 

Absolut* staraochwnistry. 




RN 191413-50-0 CAPLUS 

CN Propanamido, H- [ (IS, 2Jl) -3- [ (6-baazothiazolylsulf onyl) (2- 

natbylpropyl) amino) -2-bydroxy-l- (phanyloMtiiyl) propyl] -2-aethyl-3- [ [2- (4- 
pyrldinyl)atbyl]9ulfonyl]-, (25) - (9CI) (CA ZNOKX NAMB) 

Absoluts stcreocheraiatry. 




RN 191413-51-1 CAPLUS 

CN Propanamid*. N-[ (IS, 2R) -3-( (5-b«ii2othiazolylsulfonyl) (2- 

aethylpropyl) amino] -2-hydroxy-l- (phenylmathyl) propyl] -2-in«thyl-3- [ (2- (4- 
pyrldinyl)«thyl]3ulfonyl]-, (2S)* (9CI) (CA IKDEX HAHE) 

Absoluts stereochemistry. 
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BN 191413-53-3 CAPLUS 

CN Propaaaraide, N> [ (IS, 2R) -3- [ ( (2, 3-dibydro-S-bensofuraayl) sulf ooyl] (2- 

Bstbylprqpyl) amiao) -2-bydroxy-l- (phenylmsthyl) propyl] -2-aatliyl-3-[ (2- (4- 
pyridloyl)atliyl]9ulfonyl]-. (2S)- (9CI] (CA INDEX NAHS) 

Absolut* 8t«raochfl0lstry. 




VH 191413-56-6 CAPLUS 

CN l-Pyrrolidia«carboxylic acid, 2- [ [ [ (2S) -3- [ [ (IS. 2K) -3- [ ( (2, 3-dltlydro-l,4- 
ben^odioxin>6-yl) sulf onyl] (2-netbylpropyl) ami no] -2-hydroxy-l- 
(pbaaylnathyl) propyl] ami no] •2-matbyl-3'-oxopropyl] sulf ooyl] ma tbyl] 
pbaoylmatbyl astar, (2S)- (9CI) (CA INDBC HAHE) 

Absolute stereocbemlstry. 




WJ 191413-57-7 CAPLUS 

CN 1-PyrrolidinecarbojcyIic acid, 2- ( ( ( (2S) -3- [ [ (IS, 2R) -3- ( (6- 
benzothiazolylsulfonyl) (2-methylpropyl) amiao) -2-hydroKy-l- 
(pbany Ime tbyl) propyl] amino] -2-methyl-3-oxopropyl] sulf onyl] Mtbyl] 
phenylmetbyl ester, (2S)- (9CI) (CA INDEX NAME) 

Absolute steraocbemistry. 



L4 ANSWER 14 OF 19 CAPLUS COPYRIOCT 2005 ACS on STN (Continued) 



Pb^. 




RN 191413-58-8 CAPLUS 

CN l-Pyrrolidin*earboxylic acid, 2-[ [ [ (2S)-3-[ [ (1S,2R) -3-( (5- 
banzotbiazolylsulfoflyl) (2-metbylpropyl) amino] -2-bydroKy-l- 
(pbtoylm* tbyl) propyl] anino] -2-m«tbyl-3-oxopropyl] sulf onyl] me tbyl] >, 
pbanylmetbyl ester, (25)- (901) (CA INDEX NAME) 

Absolute stereocbenistry. 




RN 191413-61-3 CAPLUS 

CN 1-Pyrrolidinecarboxyllc add, 2-[( t (2S)-3-[( (lS,2R)-3-(( (2,3-dihydro-5- 
benzofuranyl) sulf onyl] (2-metbylpropyl) amino] -2-hydroxy-l- 
(phenylmethyl) propyl] amino] •2-metl^l-3-osoprq9yl] sulf onyl] me tbyl] 
phenylmethyl ester, (2S)- (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 




RN 191413-62-4 CAPLUS 

CN Propanamlde, N-[ (lS,2R)-3-[ (l.S-banEodioxol-S-ylsulfonyl) (2- 

nethylpropyl) amino] -2-bydroxy-l- (pban/lms tbyl) propyl] -2-matbyl-3-C [3-oxo-3- 
(I'piperazinyl) propyl] sulf onyl)-, (2S)- (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 



L4 ANSWER 14 OF 19 CAPLUS COPyRIGfiT 2005 ACS oa STN (Continued) 




RN 191413-64-6 CAPLUS 

CN Propanamide, (IS, 2R) -3-1 ( (2,3-dihydro-l,4-benzodioxin-6-yl) sulfoayl] (2- 
metbylpropyl) amino] -2-bydroxy-l- (pbenylme tbyl) propyl] -2-matbyl-3-[ [3-oxo-3- 
(1-piparazinyl) propyl] sulf onyl]-, (25)- (SCI) (CA INDEX NAME) 

Absolut* stereocbemlstry. 




RN 191413-65-7 CAPLUS 

CN Propanamide, N- ( (IS, 2R) -3- ( (6-benzotbiazolylsulfonyl) (2- 

matbylpropyl) amino) -2>bydroxy-l- (pbenylmetbyl) propyl] -2-m*thyl-3- [ [3-oko-3- 
(1-piperazinyl) propyl] sulf onyl)-, (2S)-(gci) (CA INDEX NAMB) 

Absolute stereochemistry. 




RN 191413-66-8 CAPLUS 

CN Propanamide, N-[ (lS,2R)-3-[ (5-benzothiazolylsulfonyl) (2- 

metbylpropyl) anino] -2-hydroxy-l- (phenylmetbyl) propyl] -2-metbyl-3- [ (3-oxo-3- 
( l-piperszinyl) propyl) sulf onyl] (2S)> (9CI) (CA INDEX NAME) 

Absolut* 8t*r*och*mi8try. 




RN 191413-67-9 CAPLUS 
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L4 ANSWER 14 OF 19 -CAPLUS COPYRIGHT 2005 ACS on STN (Continued) 
CM Propanaaide, M-{ {1S,2R) -3- ( t (2, 3-diIiydro-5-b«nzofuranyl) sulfonyll (2- 

ia« thy Ip ropy 1) amino) -2-hydroiiy-l- (pbeay law thy 1) propyl] -2-Biathyl-3-( I3-oko-3- 
(l-piperaziQyl)propyl)8Ulfenyl)-, (2S)-(9CI) (C% INDSC HANS) 

Absolut* 9taraocb«al9try. 




RN 191413-69-0 CAPLUS 

CN Propanamide, 3-[{3-[ (2-aninoethyl) amino] -3-oxopropyl] sulfonyl] -N-C (1S,2R)- 
3-( (l,3-b«nzodioxol-5-ylsulfonyl) (2-aathyipropyl) amino] -2 •hydroxy- 1 - 
(pheaylow thyl) propyl ]-2-ra«thyl-, (2S)- (9CI) (CA INDEX NAHE) 

Absolut* st*r*och*Bi9try. 




RN 191413-69-1 CAPLUS 

CN Propanamlde, 3-1 [3-1 (2-aminoethyl) amiDo] -3-oxopropyl]sulfonyl]«N'>[ (1S,2R}' 
3-[ t (2,3-dihydro-l,4-b*nzodloxin-6-yl)sulfonyl] (2-m*thylpropyl) aaino] -2- 
hydroxy-l-(phBnylmethyl)prqpyl]-2-a*thyl-, (2S)- (9CI) (CA INDEX MAMB) 

Absolut* 9t*raQch«nistry. 




Ph 



RN 191413-70-4 CAPLUS 

CN Propanamid*, 3-[(3-[ (2-amioo«thyl) anino] -3-oxopropyl] sulfonyl)-N- [ <1S,2R) 
3-[ (6-b*Dzotbiazolyl3ulfoiiyl) (2-m*tliylpropyl}anino] -2-hyd^oxy-l- 
(ph•llylm•thyl)prqpyl] -2-n*thyl-, {2S)- (9CI) (CA INDEX HAHB) 



L4 ANSVKR 14 OF 19 CAPLUS OOPyRKST 2005 ACS OD STN (Contioutd) 
Absolut* 8t*r*och*ai8try. 




RN 191413-71-5 CAPLUS 

CN Propanamida, 3-[(3-[ (2-anino*thyl) amino] -3-oxopropyl) sulfonyl] -N- [ (IS, 2R}- 
3-[ (S-benzothiazolylsulfooyl) |2-m*tbylpropyl) amino] -2-bydroxy-l- 
(pb«nylB*thyl) propyl] -2-m*ttayl-, (25)- (9CI) (CA INDEX NAME) 

Absolut* 3t*r*ocb*ai8try. 




RN 191413-72-6 CAPLUS 

CN Propaoamid*, 3-([3-[ (2-amiao*thyl)anino}-3-osopropyl}sulfoiiyl)-N-[ (1S,2R)- 
3- [ [ (2, S-dihydro-S-banzofurauyl) sulf onyl] (2-iMthylpropyl) amino] -2-bydroxy- 
l-(ph*nylm*thyl) propyl] -2>ffl*tbyl-, (2S)- (9CI) (CA INDSC NAHE) 

Absolut* 8t*r«och«]Bistry. 




Ph OR 



RN 191413-73-7 CAPLUS 

CN Propanamid*, N-[(lS,2R)-3-[[ (2.3-dihydro-l,4-b*ozodioKin-6-yl)sulfonyll (2- 
m*thylpropyl) amino] -2-bydroify-l- (phanyln* thyl) propyl] -3-t [3-hydrojty-2- 
(faydroxymtttbyl) propyl] 9ulfonyl]-2-m«thyl-, (25)- (9CI) (CA INDEX NAME) 

Absolut* st*raocb*mi9try. 
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RN 191413-75-9 CAPLUS 

CN Propanamida, N- [ (IS, 2R) -3-( (6-benzothiazolyl9Ulf onyl) (2- 

Mtbylpropyl) ami no] -2-hydroxy-l- (ph*nylm*thyl) pr<^l] -3- ( (3-hydro»y-2- 
(hytlroicym*thyl) propyl] sulfonylJ-2-«*thyl-, (2S)-(9CI) (CA INDEX NAME) 

Absolut* st«r*och«mi8try. 




RN 191413-77-1 CAPLUS 

CN Propanamid*, N- [ (IS, 2R) -3-[ (S-banzothiatolylsulfonyl) (2- 

matbylpropyl) amino] -2-hydroxy-l- (phaoylmatbyl) pr^yl] -3- ( [3-hydroxy2- 
(bydroxymsthyl) propyl] 9ulf onyl] -2-Bwthyl-, (2S)- (9CI) (CA INDEX NAHE) 

Absolut* 3t*r*ocb«mi9try. 




RN 191413-79-3 CAPLUS 

CN Propanamid*, N- ( (IS, 2R) -3- [ ( (2, 3-dlfaydro-5-b*nzofuranyl) sulfonyl] (2- 
o*thylpropyl) amino) -2-hydroxy-l- (phanylm* thyl) propyl] -3- ( [3-hydroxy-2- 
(hydroxymathyl) propyl] 8Ulf0Qyl]-2-B*thyl-, (2S)- (9CI) (CA INDEX NAME) 

Absolut* 8t*r*och*mi9try. 
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RN 
CN 



191413-82-8 CAPLUS 

Propanamid*, N- ( (IS, 2R) -3- ( ( (2, 3-dihydro-l, 4-b*nzodioxin-6-yl) sulf onyl] (2- 
nwthylpropyl) amino] -2-bydroxy-l- (phenylma thyl) propyl] -2-m*thyl-3- ( ( (2R) -2- 
pyrrolidinylnathyl] sulf onyl]-, (25)- (9CI) (CA INDEX NAHE) 



Absolut* st*r*och*ffli9try. 




RN 191413-84-0 CAPLUS 

CN Propanamid*, N-( (lS,2R)-3-( (6-b*nzotblazoIyl9ulfonyI) (2- 

mcthylpropyl) amino] -2-bydroxy-l- (phsnylme thyl) propyl] -2-m«thyl-3- ( [ (2R) -2- 
pyrrolidlnylmeti)yl]sulfonyl}-, (25)- (9CI) (CA INDEX NAHB) 

Absolut* st*r*och*rai9try. 

^ ' 0 0 M* OH i-Bu ^^^iJ N 

RN 191413-86-2 CAPLUS 

CN Propanamid*, N-( (IS, 2R) -3-( (5-b*nzothiazolylsulfonyl) (2- 

m* thy Ipropyl) amino] -2-hydroxy-l- (pb*nylm* thyl) propyl] -2-n*tbyl-3-{( (2R) -2- 
pyrrolldinylm* thyl] sulf onyl)-, (2$)- (9CI) (CA INDEX NAHE) 

Absolut* Bt*r*och*al8try. 

^— ' 0 0 m* oh i-Bu s 
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L4 ANSVBR 14 0? 19 CAPLUS COPYRIGHT 2005 ACS OD STN (ConUnutd) 
rai 191413-88-4 CAPLUS 

CW Propananid., N-[ (1S,2R) -3-{l (2,3-dihydro-5-benrofuranyl)8ulfoflyl] (2- 

Diathylpropyl) amino) -2-hydroxy-l- (phaayloathyl) propyl] -2-ittathyl-3-[ [ (2R) -2- 
pyrrolidioyliMthyllaulfoayl)-, (2S)-<9CI) (CA INOSX NAME) 

Absolut* st*rtoch<nistry« 




IT 103004-99' IP 18300S>01-»» 191413-»2-0r 
1914U-94-2P 1914U-98-6P 191414-00-3P 
191414-02-SP 191414-04-7P 191414-05-ep 
191414-06-9P 1914t4-07>0P 191414-08-XP 
191414-09-2P 191414-10-5P 19U14-11-6P 
1914I4-12-7P 191414-i3-aP 191414-15-OF 
I«14i4-18-3P 191414-2I-ai> 191414-24-lP 
191414-26-3P 191414-21-4P 191414-28-SP 
191486-19-8P 191486-20-lP 

RL: RCT (Raactaot) i SFN (Syathtttic preparation) I PBXP (Praparatioa) ) RACT 
(Reactant or rftagent) 
(preparation of 

N-[2-faydroxy-4-phenyl-3- (sulfonylalkanoylamino)butyl] arylsul 

fonamides and analogs as ratroviral protaasa inhibitors) 
RN 183004-99-1 CAPLUS 

CN Btbanathiolc acid, S- [ (2S) -3- [ ( <1S, 2n) -3- [ (1, 3-banzodioxol-5-ylsulf onyl) (2- 
nathylpropyl) amino} -2-faydroxy-l- (phanylmathyl)pr<^l] amino) -2-mttliyl-3*' 
oxopropyl} estar (9CZ) (CA INDEX NAME) 

Absoluta staraoehamistry. 




RN 1B3005-01-8 CAPLUS 

CN Propaoanida. N-( (lS«2R)-3-t <l,3-benzodioxol-5-ylsulfonyl) (2- 

ma thy Ipropyl) amino] -2-hydroxyl- (phanylmethyl) propyl] -2-methyl-3- 
(mathylthio) -, (25)- (9CI) (CA INDEX NANS) 

Absoluta staraoehamistry. 
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Ph OH 



RN 191413-92-0 CAPLUS 

CN Propanaraide, N- [ (IS, 2R) -3- [ (1« 3-baazodioxol-5-ylsulfonyl) (2- 

mathylpropyl) amino] -2-hydroxy-l- (pbcnylmatbyl) propyl] -2-matfayl'3'{ [2« (2- 
pyridlnyl)athyl]tbio)-, (2S)- (9CI) (CA INDEX NAME) 

Absoluta staraoehamistry. 




HN 191413-94-2 CAPLUS 

CN Propanamida, N- [ (IS, 2R) -3-( (1, 3-banzodioxol-5-ylsulfonyl) (2- 

mathylpropyl) amino] -2-bydrosy-l- (phanylnwtfayl) propyl) >2-mathyl-3- [ [2*exo-2- 
[(2- (1-pyrrolidinyl) athyl] amino] atbyl] thiol-, (25)- (9CI) (CA INDEX NAME) 

Absolute staraoehamistry. 




RN 191413-98-6 CAPLUS 

CN l-Pip«razin«carboKylic acid, 4-(3-[ [ (2S)-3-( t (1S,2R) -3-( (l.S-banzodioxol-S- 
ylsuIfonyl) (2-methy Ipropyl) amino] -2-hydroxy-l-(phenylraethyl) propyl] amino] - 
2-methyl-3-oitopropyl]thio]-l-oxopropyll-, 1, 1 -dimethyl ethyl ester (9CI) 
(CA INDEX NAME) 

Absoluta stereochemistry. 




RN 191414-00-3 CAPLUS 

CN 1-Piperazinecarboxyllc acid, 4-(3-( ( {2S)-3-[ [ (IS, 2R) -3-1(1, 3-benzodioxol-5- 
ylaulfonyl) (2 -me thy Ipropyl) amino] -2-hydroxy-l- Iphenylraethyl) propyl) amino] - 
2-methyl-3-oxopropyl] sulfonyl] -1-oxopropyl] -, 1, 1- dimethyl ethyl ester 
{9CI) (CA INDEX NAHB) 

Absolute stereochemistry. 



PAGE 1-A 




L4 ANSWER 14 OF 19 CAPLUS COPYRIOCr 2005 ACS on STN (Continued) 
hydroKy-1- (phanylmethyl) propyl] -2-m«thyl-3- ( [2- ( (2- (4-oxido-4- 
morpholinyl) ethyl] amino] -2-oxoathyl]thio)-, {1S-(1R* (R*),2S*]}- (9CI) (CA 
INDEX NAME) 

Absolute stereochemistry. 




RN 191414-04-7 CAPLUS 

CN Propanamida, N- [ (IS, 2R) -3-( (l,3-benzodioxol-5-ylsulfonyl) (2- 

methylpropyl) amino) -2-hydroxy-l- (phanylmethyl) propyl) -2-mathyl-3-{ [2- (4- 
morpholinyl)-2-oxoethyl]thio]-, (2S)- (9CI) (CA INSSC NAME) 

Absolute stereochemistry. 




RN 191414-05-8 CAPLUS 

CM 1-Piperazinecarboxylic acid, 4-(( I (2S)-3-(t (lS,2R)-3-( (l,3-ben^odioxol-5- 
ylsulfonyl) (2-m*thy Ipropyl) amino] -2-hydroxy-l- (phanylmethyl) propyl] amino] - 
2-matfayl-3-oxopropyl]thio] acetyl]-, 1, l-dim*thylethyl ester (9CI) (CA 
INDEX NAME) 

Absolute stereochemistry. 



PAGE 1-A 




RN 191414-02-5 CAPLUS 

CN Propanamida, N- [3- ( (1, 3-banzodloxol-5-ylsulfonyl) (2 -me thy Ipropyl) amino] -2- 
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PAGE 1-B 




Sn 191414-06-9 CAPUJS 

CN l-Pip*raziQ«carboByac acid, 4-[ [ | (2S) -3-[ [ (IS, 2R)-3-( (l,3-b«nzodioxol-5- 
ylsulfooyl) (2>n«thylpropyl)aniDo] -2-hydroxy-l- (phanylmatbyl) propyl] amino] - 
2-fflethyl-3-oxopropyl)8ulfoayl)ac«tyl]>, 1, l-dimatbyl«tbyl msfr (9CI) (CA 
INDEX NAMB) 

Absolute sttraochaaistry. 



PAGE 1-A 




KN 191414-07-0 CAPLUS 

at Propananide, N-( (IS, 2H.) -3-[ (l,3-benzodiosol-5-ylsulfonyl) (2- 

netliylprqpyl) amino] -2-bydroxy-l- (phenylmathyl) propyl] -2-m«thyl-3- [ (2-OKO-2- 
phenylathyl) thiol- , (2S)- (9CI) (CA INDEX NAHE) 

Absolut* staraochamistry. 



L4 AK5VSR 14 OP 19 CAPUIS OOPYRJSIT 2005 ACS on STN (Contlnuad) 




BH 191414-08-1 CAPLUS 

CN Propaaanid«, N- (3- [ (1, S-benzodloxol-S-ylsulfonyl) (2-matbylpropyl) amino] -2- 
hydrosy-l- (phenylmathyl) propyl] -3-( [2- (1, l-diioxido-4-tbloaorpholinyl)-2- 
osoaUIyl]thio] -2-nathyl-, [1S-[1R* (R*),25*))- (SCI) (CA INDEX NAHE) 

Absoluta stareochamistry. 




RN 191414-09-2 CAPLUS 

CN Propananide, N- [ (IS, 2R) -3-{ (1, 3-benzodioxol-5-ylsulfonyl) (2- 

aethylpropyl) amino] -2-hydroxy-l- (phenylmathyl) propyl] -3- ( (lH-imidazol-4- 
ylmethyl)thio)-2-raethyl-, (2S)-(9CI) (CA INDEX NAME) 

Absoluta steraochenistry. 




RN 191414-10-5 CAPLUS 

CN Propanamide, N-( (IS, 2R) -3- [ (1, 3-benzodioxol-5-yl5ulfonyl) (2- 

methylpropyl) amino] -2-hydroJcy-l- (phenylmethyl) propyl) -2-methyl-3- ( (IH- 
pyra20l-3-ylmethyl) thiol- , (2S)- (9CI) (CA INDEX NAMB) 

Absolute staraocbemistry. 
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RN 191414-11-6 CAPLUS 

CN Propanamide, N- ( (IS, 2R) -3- [ (1, 3-benzodioxol-5-yl8ulfonyl) (2- 

methylpropyl) amino] -2-hydroify-l- (phanylnethyl) propyl] >2-mathyl-3-[ (IH- 
pyrazol-4-ylmethyl)tbio]-, (2S) - (9CI) (CA INDEX NAHE) 

Absolute stereochemistry. 




RN 191414-12-7 CAPLUS 

CN Propanamide, 3-( (lH-benziraidazol-2-ylmethyl) thio)-N-( (IS, 2R) -3-[ (1,3- 
banzodioxol-S-ylsulfonyl) (2-methylpropyl)amlno] -2-hydroxy-l- 
(phenylmethyl) propyl) -2-mathyl-, (2S)- (9CI) (CA INDSC NAHE) 

Absolute stereochemistry. 




RN 191414-13-8 CAPLUS 

CN Propanamide, N-( (lS,2R)-3-I (l,3-benzodioxol-5-yl8ulfonyl) (2- 

methylpropyl) amino] -2-hydroxy-l- (phenylmethyl) propyl] -2-fflethyl-3- J (5- 
thiazolylmetbyDthio]-, (2S)> (9CI) (CA INDEX NAHE) 

Absolute stereochemistry. 




L4 ANSWER 14 OF 19 CAPLUS COPYRIGHT 2005 ACS on STN (Continued) 
CN l-Pyrrolidinecarboxylic acid, 2-( ( ( (25) -3- [ ( (IS, 2R) -3-( (l,3-ben^odioxol-5- 
yl3ulf onyl) (2-methylpropyl) amino] -2-hydrojty-l- (phenylmethyl) propyl) amino] - 
2-methyl-3-oxopropyllthlo] methyl]-, phenylmethyl ester, (2S)- (9CI) (CA 
INDEX NAME) 

Absolute stereochemistry. 



Pl^i 




RN 191414-18-3 CAPLUS 

CN 1-Pyrrolidinecarboxylic acid. 2-[( [ (2S} -3-[ { (1S,2R) -3-[ (l,3-benzodioxol-5- 
ylsulf onyl) (2-mstbylpra|)yl) amino} -2-hydroxy-l- (phenylmethyl) propyl] amino] - 
2-metl]yl-3-oxopropyl] tbio}methyl] -, phenylmethyl ester, (2R)- (9CI) (CA 
INDEX NAME) 

Absolute stereochemistry. 




RN 191414-21-8 CAPLUS 

CN l-Pyrrolidinecarboxylic acid, 2-1 ( [ (2S) -3- ( ( (IS, 2R) -3- [ (l,3-benzodioxol-5- 
ylsulfonyl) (2-methylpropyl) amino] -2-hydroKy-l- (phenylmethyl) propyl] amino] - 
2-methyl-3-oxopropyl]sulfonyl] methyl}-, phenylmethyl ester, (2R)- (9CI) 
(CA INDEX NAMB) 

Absolute stereochemistry. 




RN 191414-24-1 CAPLUS 

CN Propanamide, N-t (1S,2R) -3-[ (l,3-ben2edioxol-5-ylsulfonyl) (2- 

methylpropyl) amino] -2 -hydroxy- 1- (phenylmethyl) propyl] -2-methyl-3- (2- 
pyridinylthio)-, (2S)- (9CI) (CA INDSC NAHE) 



RN 191414-15-0 CAPLUS 



Absolute stereochemistry. 
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m 191414-26-3 CAPLU5 

CN D-Ribofurano»id«, Mthyl 5-S-t (2S) -3-t( {IS, 2R) -3-[ {l.a-taenzodiosol-S- 
ylsuIf onyl) (2-iutbyIpropyl) amino] '-2-hiydroKy-l- (pheayliMthyl) propyl] amiao] - 
2-Bttlxyl-3-oxopropyl}-2,3-0-a'B*tliyl«thylidta«)-5-thlo- <9CI) (OA INOZX 
NAKB) 

Absolut* st*r«ocb«ni8try. 



FAGS 1-A 




BN 191414-27.4 CAPLUS 

CN D-Ribofurano3ide, methyl 5-t t {2S) -3-t ( (1S,2R) -3-t (l.S-benzodioxol-S- 
ylsulf onyl) (2-aethylprq9yl) anino] -2-faydroxy-l- tphtntylmathyl) propyl] amino] - 
2-m«tbyl-3-oxopropyl] sulf onyl] -5-daoxy-2, 3-0- (l-mathylathylidana) - (9C1 ) 
(CA INDEX NAME) 

Absolut* staraochamistry. 
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BN 191414-28-5 CAPLUS 

CN Propanamid*. N-( as,2R) -3-( (l,3-beiizodio8ol-5-yl3ulfonyl) (2- 

methylpropylj amino] -2-hydroxy-l- (ph«nylm«thyl) propyl] -3- ( [3-hydroxy-2, 2- 
bia(hydra]cynathyl) propyl] thio]-2-m*thyl-, (2S}- (9CI) (CA INDEX NAME) 

Absolut* st*r*och*mi9try. 




BN 191486-19-8 CAPLUS 

CN Propanamida, N-(3-t (1, 3-b«nzodioxol-5-ylsulfonyl) (2-methylpropyl) amino] -2- 
hydroxy-l- (phenylmathyl) propyl] -2-mathyl-3-t I (2-ph*nyl-l,3-dioxan-S- 
yl)raatbyl]thlo}-, [5{S<lS,2R)]]-(partial]- (9CI} (CA INDEX MAKE) 

Absolut* steraocbemistry. 



L4 ANSWER 14 OP 19 CAPLUS COPYRIGHT 2005 ACS on STN (Continuad) 




BN 191486-20-1 CAPLUS 

CN Prqptananid*. N- [3- [ (1, 3>b*nzodioxol-5-yl9ulf ooyl) (2-ffl*thylpropyl) amino] -2- 
hydroxy-1- (ph*nyln*thyl) propyl] -2-m«thyl-3- [ [ (2-ph*nyl-l, 3-dioxan-5- 
yl)n•tbyl]^ulfonyl) -, (S(S(lS,2R)]]-[partiall- (9CI) (CA INDEX NAME) 

Absolut* 8t*r*ochiml8try. 
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AB Selected heterocyclecarbonyl amino acid hydroKyothylaraino sulfonaoide 
conpds. of formula [Ii Kl - Cl-S alkyl, C2-S alkenyl or alkyoyl, CI -3 
bydroxyallcylt Cl-3 alkoxy-Cl-3 alkyl, cyano-Cl-3 alkyl, imidazolylaaUiyl, 
CH2CONH2, CH2CH2C0NH2, CH2(S)nHH2 (o - 0, 1,2), a<*2(S)DM« (o - 0,1, 2) I R2 
- Cl-5 allcyl, Cl-3 alkyl, alkylthio-Cl-3 alkyl, arylthlo-Cl-3 alJcyl, 3- to 
6-nenbered cycloal)cyl-Cl-3 alkyl i R4 - aryl, benzo-fused 5- to 6-memberad 
heteroaryl or heterocyclyl, etc.i RIO - H, Cl-3 hydroxyalkyl, alko3ty-Cl-3 
alkyl* R12, R13 - H, OH, K0CH2CH2, Cl-3 hydroxyalkyl, alkoxy-Cl-3 alkyli 
or Rll and R12 or R12 and R13 along vltb the C atoms to vhich they are 
attached represtot a beozo radical optionally substituted vith at least 
one HO or Cl-3 alkoxy radical) are effective as retroviral protease 
inhibitors, and in particular as inhibitor of HIV protease, and for the 
treataent of AIDS. The present invention relates to such retroviral 
protease inhibitors and, mora particularly, relates to selected novel 
coapda., cosfjosition and method for inhibiting retroviral proteases, such as 
human inounodeficiency virus (HIV) protease, prophylactically preventing 
retroviral infection or the spread of a ratrovirus, and tha treatawnt of a 
retroviral infection. Thus, tart-lauciae derivative (IIi R • H) 

(preparation 

given) was condensed vith Z-Pro-OH using l-ethyl-3* (3- 

dimethylaminopropyl)carbodiimide hydrochloride and HOBt in OHF followed by 
hydrogenolysis and acidification with HCl to give proline-containing peptide 
analog II. HCl (R - H-Pro) . The latter compound in vitro showed IC50 of 1 nM 
for inhibiting the proliferation of HIV-1 in CEJ4 cells. 
IT te3SS3-»0-4» ie3553-91*SP 183S53-92-tfP 

RL: RCT (Reactant) i SPN (Synthetic preparation) i PREP (Preparation)) RACT 
(Reactaot or reagent) 

(preparation of N-heterocyclecarbonyl amino acid N- 
[hydroxy(9ulfonamido) propyl] amides as retroviral protease inhibitors 
for AIDS treatment) 
BN 183S53-90-4 CAPLUS 

ON Carbamic acid, [ (IR) -2-[ [ (IS, 2R) -3- [ (1. 3-beneodiozol>&-ylsulfonyl) (2- 
methylpropyl) amino} -2-hydroxy-l- (phenylnethyl) propyl] amino] -1- 
( (methyl thlo) me thy l]-2-oxa*tbyl]-, 1, 1-dlMtbyltthyl aster (9CI) (CA 
INDBC NAHB) 



U AN5BBR 15 OF 19 CAPLUS COPYRIGHT 2005 ACS on STN (ConUnuad) 
Absolute stereochemistry. 




KN 183553-91-S CAPLUS 

CN Carbamic acid, [ (lR)-2-(( (lS,2R)-3-{(l,3-banzodioxol-S-ylsulfonyl) (2- 
mathylpropyl) amino] -2-bydroxy-l- (phenylmetbyl) propyl] amino] <-l- 
[(raetfaylsulfoDyl)methyl)-2-oxoethyl]-, 1. 1-dinathylatbyl estar (9CI) (CA 
INDEX HAHK) 

Absoluts steraochaalstry. 




RN 183553-92-6 CAPLUS 

CM Propanamide, 2-amino-N- [ (IS, 2R) -3-( (1, 3-benzodioxol-5-ylsulf onyl) (2- 

methylpropyl) amino) -2-hydroiiy-l- (phenylnethyl) propyl] -3- (metfaylsulf onyl) 
mooohydrochloride, (2R)- (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 
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TI Preparation of peptide faydroxyethylaminosulf onamide analogs as retroviral 

protease inhibitors. 
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AB Titl« con^jds. (I; n - 1, 2i Rl - alkyl, alJcenyl, alkynyl, hydroayalleyl, 
alkoxyalkyl, , cyanoalkyl. inidazolylalkyl, CH2CONK2, CSQSOHa, •tc.i R2 - 
alkyl, aralkyi, alkyl thioalkyl, arylthioalkyl, cycloalkylalkyli R3 - 
alkyl, eycloalkyl, cycloalkylmathyl; M - aryl, banzohataroaryli RIO - H, 
alkyl, hydroxyalkyl, alkoxyalkyl; Rll - H, alkyl, hydronyalkyl, 
alkoxyalkyl, PhCH2, imidazolylMtbyl, CH2CH2C0NH2, CH2CH2SMa, ate; R12 - 
H, hydroxyalkyl, alkoKyalkyl> R13, R14 - H, OH, alkoxy, 2-hydroxyethoxy, 
hydroxyalkyl, alkoxyalkyl; R12R13, R13R14 - atoms to form 5-6 raenberad 
hateroaryl or beazo rings), vera preparad Thus, titl* conTiound (II), 

prepared 

by solution phase means, inhibited HIV protease with IC50 - 2 nM. 
IT 183553-09-1? ie3012-5O-2» 

RL: BAC (Biological activity or effector, except adverse)! BSU (Biological 
study, unclassified) I SPN (Synthetic preparation) i THU (Tharapautic us«)i 
BIOL (Biological study); PBKP (Preparation); USES (Uses) 

(preparation of aiaino acid bydroKyathylaminosulfonafflide retroviral 

protease 

inhibitors) 
RN 183553-89-1 CAPLUS 

CM 1-Pyrrolidinaacetamide, N- [ (IR) -2- [ [ (IS, 2R) -3- ( (1 , 3-benzodloxol-5- 

ylsulfonyl) (2-aethylpropyl) amino) -2-hydroxy-l- (phenylmethyi) propyl] amino] - 
l-( (methylsulfonyl)mathyl]>2>oxoathyl]-, monohydrochloride (901) (CA 
INDEX NAME) 

Absolute stereocheaistry. 
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• HCl 



RN ie3812-&0>2 CAPLUS 

CN 1-PyrroUdioaacatamida. N-( (lR)-2-{( (lS,2R)-3-t (1,3-baQZodioxol-S- 
ylsulf ooyl) (2-Mthylpropyl) aaiao) -2-hydroity-l- (phtoylnatbyl) propyl] amino] - 
l-((Batbyl9ulfonyl)BWthyl]-2-OKoathyl]- (9CI) (CA INDKX NAMK) 

Absolute staraocbtaistry. 




IT 103553-90-4? 103553-9I-5P 103S53-92-«P 
163553-93-7? 

RL: ROT (Raactant) » SPN (Synthetic preparation) ; PREP (Preparation) $ RACT 
(Raactaot or reagent) 

(preparation of amino acid faydroxyathylamiaosulfoaamida ratrovlral 

protease 

inhibitors) 
RN 1835S3-90-4 CAPLUS 

CN Carbamic acid, [ (IR) -2-[ [ (1S,2R) -3-( (l,3-ben20dioxol-S-ylsulfonyl) (2- 
methylpropyl) amino] -2-hydroicy-l- (phenylmethyi) propyl] amino] -l- 
[ (methyl thlo) methyl] -2-oxocthyll-, 1, l-dimathylatbyl estar (9CX) (CA 
INDEX NAME) 

Absolute startochanistry. 
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RN 183S53-91-& CAPLUS 

CN Carbamic acid, ( (IR) -2-( ( (IS, 2R) -3-{ (l,3-benzodioxol-5-yl8ulfonyl) (2- 
mathylpropyl) amino] -2-hydroxy-l- (phenylmethyi) propyl] amino] -1- 
( (methylsulfonyl) methyl] -2-OKoethyl]-, 1, 1 -dime tt^lathyl aster (9CI) (CA 
INDEX NAME) 

Absolute Stereochemistry. 




RN 183553-92-6 CAPLUS 

CN Propananide, 2-aiaino-N- [ (IS, 2R) -3-( (1, 3-benzodioxol-5-ylsulfonyl) (2- 

raethylpropyl) amino] -2-hydroxy-l- (phenylmethyi) propyl] -3- (methylsulfonyl) -, 
monohydrochloride, (2R)- (9CI) (CA INDEX NAME) 

Absolute staraechanlstry. 




• HCl 



RN 183553-93-7 CAPLUS 

CN Propanaraide, N-I (IS, 2R) -3-( (1, 3-benzodloxol-5-ylsulfonyl) (2- 
matbylpropyl) amino] -2-hydroxy-l- (phenylmethyi) propyl] -2- 
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[(chloroacatyl)amino}-3-(mathylsulfonyl)-, (2R)-(9CI} (CA INDEX NAME) 

Absolute steraochamistry. 
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TI PrapAration of bisamino acid hydroxyathylaminosulf onamida ratroviral 

protaasa i&hibltors. 
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AB R13R12NCR10R11CONHCHR1CONBCHR2CH(OH)CH2NR3S02R4 (Rl - alkyl, alkanyl, 
alkynyl, hydroxyalkyl, alkoxyalkyl, CH2CH2C0NH2, CMa2SHa, ate; R2 - 
alkyl. aralkyl, alkyltbioalkyl, aryl thiol alkyl, cycloalkylalkyli R3 - 
allqrl, cycloalkyl, cycloalkylalkyli R4 - aryl, hatarearyl, haterocyclyl, 
banzohataroaryli RIO - H, alkyl, hydroxyalkyl. alkosyalkyli Rll - H, 
alkyl. hydroxyalkyl, alkoxyalkyl aralkyl. hataroaralkyl, alkyltUoalkyl. 
etc.; R12, R13 - H, alkyl, aralkyl, hataroaralkyl, cycloalkyl, 
cycloalkylalkyl, hydroKyalkyl, alkoxyalkyl, aryl, hataroaryli with 
provisos), vara praparad as retroviral protaasa inhibitors. Thus, titla 
cosqiound (I), prepared by solution phase aethods, inhibited HIV protease 

with 

IC50 - 1 iM. 
IT 183559«»0'«» ie3S53-»X-5r IS3SS3-92-6P 
103S53-»-7r 

RLt RCT (Raactant)i SPN (Synthetic preparation)! PREP (Preparation); RACT 
(Reactant or reagent) 

(preparation of bisamino acid hydroxyethylaEiinosulfonaEd.de retroviral 
protease inhibitors) 
RN 183553-90-4 CAPLUS 

CN Carbaoic acid, [ (IR) -2-[ ( (1S,2R) -3-( (l,3-benzodioxol-5-yl3ulfonyl) (2- 
iBathylpropyl)amino] -2-bydroxy-l- (pbenylmatfayl) propyl) amino] -1- 
{(nettiylthio)BMthyl]-2-oxoathyl]-. 1, l-dinathyUtfayl eater (9CI) (OA 
INDEX NAME) 

Absolute stereochemistry. 




RN 183553-91-5 CAPLUS 

CN Carbamic acid, [ (IR) -2- [ [ (IS, 2R) -3- [ (l,3-banzodioxol-5-ylsulfonyl) (2- 
ffle thy Ipropyl) amino] -2-hydroxy-l- (phanylmethyl) propyl] amino] -1- 
[ (nethylsulfonyl) methyl] -2-oxoethyl]-, 1, 1-dimathylethyl ester (9CI) (CA 
INDEX NAME) 

Absolute stereochemistry. 
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- X /YD 



RN 1S3553-92-6 CAPLUS 

CN Propanamide, 2-araino-N- [ (IS, 2R) -3- [ (1, 3-benzodioxol-5-yl8Ulf onyl) (2- 

methy Ipropyl) amino] -2-hydrOKy-l- (pbenyimethyl) propyl] -3- (methylsulfonyl)- 
monohydrochloride. (2R) - (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 



BN 1835S3-93-7 CAPLUS 

CN Propanamide. N-( (1S,2R) -3-[ (1.3-b«nzodioxol-5-ylsulfonyl) (2- 
nethylpropyl) amino] -2-bydroxy-l- (phanylmethyl) propyl] -2- 
[(chloroacetyl) amino] -3- (ne^lsulf onyl) (2R)- (9CI) (CA INDEX NAHE) 

Absolute staraochemiatry. 
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U ANSVER 18 or IS CAPLDS OOPYIUGar 2005 ACS oa STlt (Coatlmtad) 




AB R5SOa(ai2}iiCHRlO0NaC31R2CH(0H)ai21IR3SO2R4 [Ir Rl - H, (hydroxy) alkyl, 

CH2C0NK2, atc.f R2 - («r)al)cy-l, alkyltbioallcy-l, atc.i R3 - (cyclo)al)c7l. 
cycloallcylmtthyli M - btterocyclyl, hataroaryl, ate. i RS - (ar)al)cyl, 
alkenyl, alkynyl; m, n - 0-2] ware prepared Thus, (2S,3S)-N- 
benzyloxycarbonyl-3-amino-l,2-epoKy-4-phenylbutane (preparation 9iven) vas 
condensed with Me2CHCH2NH2 and the product anidated by 3,4- (HeO)C6H3S02Cl 
to give, after deprotectioo and (S)-KeS02C3I2C3«a002H aoidation, title 
coB^ouDd II. Data for activity of selected I in an in vitro H2V iohibition 
assay were given. 

IT 1T4303-66-3P 183004-72-OP 1S3004-73-1P 
1S3004-74-2P 183004-7S-3P I83004-76'4P 
ie3004-77-5P ia3004-78-<P 183ie2-29-»» 

RL: BAC (Biological activity or effector, except adverse)* BSU (Biological 
study, unclassified) f SFN (Synthetic preparation) i THU (Therapeutic use) i 
BIOL (Biological study); PREP (Preparation); USXS (Uses) 

(preparation of N>[ ( (sulfonylallcanayl)aBdnoIbydroxyal)cyl] sulfonamides as 
retroviral protease inhibitors) 
RN 174303-66-3 CAFLUS 

CN Propanamlde, N- [ (IS, 2R) -3-( (1, 3-benzodioxol-5-yl8ulfonyl) (2- 

methylpropyl) aolao] -2-hydroxy-l- (phenylme thy 1) propyl] -2-raethyl-3- 
(fflethylsulfooyl) (25)- (9CI) (CA INDXX NANB) 

Absolut* stareocheaistry. 




Pb OH 



RN 183004-72-0 CAPLUS 

CN Propanamide, N-[ (1S,2R) -3-( ( (2, 3-dlhydro-l, 4-benzodioxin-6-yl) sulfonyl) (2- 
metfaylpropyl) amino] -2-hydroxy-l- (phenylme thyl) propyl) -2-«*tbyl-3- 
(awthylaulfonyl)-, (25)- (SCI) (CA INDEX NAME) 

Absolut* steraochcmistry. 
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Ph CK 



BN 183004-73-1 CAPLUS 

CN Propanamide, N- ( (IS, 2R) -3- [ (6-benzothlazolylsulfonyl) (2- 

mathylpropyl) amino) -2-hydroxy-l- (phenylme thyl) propyl] -2-methyl-3- 
(matbylsulf ooyl) (25)- (SCI) (CA INDEX NAME) 

Absolute stereochemistry. 




RN 183004-74-2 CAPLUS 

CN Propanamide, H- ( (IS, 2R) -3- [ (1, 3-benzodloxol-5-ylsulfonyl} (2- 

raetbylpropyl) amino] -2-hydroxy-l- (phenylme thyl) propyl] -2-mathyl-3- ( (R) - 
matbylsulfinyl)-, (25)- (SCI) (CA INDEX NAME) 

Absolut* stereochemistry. 




Ph OH 



RN 183004-75-3 CAPLUS 

CN Propanamide, N-t (IS, 2R) -3-( [ (2, 3-dlhydro-5-b*nzofuranyl) sulf onyl] (2- 
nethylpropyl) amino] -2-liydroxy-l- (phenylme tbyl) propyl] -2-methyl-3- 
(mathylsulf onyl) (25)- (SCI) (CA INDEX NAME) 

Absolut* stereochemistry. 
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Ph OH 



RN 183004-76-4 CAPLUS 

CN Carbamlc acid, (5-( [ ( (2R,35) -2-bydroxy-3-(( (2S) -2-mathyl-3- 
(methylsulf onyl) -l-oxopr^jyl] amino] -4-phanylbutyl] (2- 
raethylpropyl) amino] sulf onyl] -lH-b*nzimidazol-2-yl)-, awtbyl ester (SCI) 

(CA INDEX NAME) 

Absolute stereochemistry. 




Ph OH 



RN 183004-77-5 CAPLUS 

CN Propanamide, N- [ (IS, 2R) -3- [ ( (2-afflino-6-benzothiazolyl) sulf onyl] (2- 
Btthylpropyl) amino] -2-bydroxy-l- (phanylm* thyl) propyl] -2-m*tbyl-3- 
(mctfaylsulfonyl)-, (25)- (SCI) (CA INDEX NAME) 

Absolute stereochemistry. 




RN 183004-78-6 CAPLUS 

CN Propanamide, N-( (IS, 2R}-3-[ (5-benzothiazolylsulfenyl) (2- 

raetbylpropyl) amino] -2-hydroxy-l- (phenylme thyl) propyl] -2-ffl*thyl-3- 
(methylsulfonyl)-. (25)- (SCI) (CA INDEX NAME) 

Absolut* stereochemistry. 



L4 ANSWER 18 OF IS CAPLUS OOPYRIGHT 2005 ACS on STN (Continued) 




BM 183182-29-8 CAPLUS 

CN Propanamid*, N-( (IS, 2R) -3- [ (1, 3-benzodioxoi-5-ylBulf onyl) (2- 

m*thylpropyl) amino] -2-faydroxy-l- (phenylme thyl) pr<^l] -2-B*thyl-3-[ (5) - 
m*thyl8ulf Inyl] -. (25)- (SCI) (CA XNDSX NAME) 

Absolut* 8t*r*oehemistry. 




IT It3004-»>1P 183005>01-8P 

RL: RCT (Reactant) t SPN (Synthetic preparation) i PREP (Preparation) t RACT 
(Reactant or reagent) 

(preparation of N- ([ (sulf onylalkanoyl) amino] hydroxyallcyll sulfonamides as 
retroviral protease inhibitors) 
RN 1B3004-99-1 CAPLUS 

CN Ethanethioic acid, S-[ (2S) -3-[ [ (IS, 2R) -3-[ (l,3-b*nzodioxol-5-yl8ulfonyl) (2- 
methylpropyl) amino} -2-hydroxy-l- (phenylme thyl) propyl] amino] -2-n*tfayl-3- 
oxopropyl] ester (9CI) (CA INDEX NAME) 

Absoluts staraochei^stry. 




Ph OH 



RN 183005-01-8 CAPLUS 

CN Propanamide, N-{ (IS, 2R) -3- [ (1, 3-beazodioxol-5-yl9ulfonyl) (2- 

matbylpropyl) amino] -2-hydroxy-l- (phenylme tbyl) propyl] -2-methyl-3- 
(B*tbylthlo)-, (25)- (SCI) (CA INDEX NAME) 



Absolut* 8t«r*ochemi9try. 
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L4 ANSVSR 19 OF 19 CKPUI5 OOPYRlCn 2005 ACS OD STN 
AN 1996:153437 CAPUJ5 
ON 124:220480 

TI Ketrovlral protaas* lohlbitor eoflibinatlona 

IN Bryant, KarUo L.f Potta, Karen B.i Smldt, Kaiyi Tuckar. Sinon P. 
PA G.D. Sear la and Co., USA 
SO PCT iQt. hppl., 64 pp. 

CODEN: PXXXD2 
DT Patent 
LA English 
FAN.CNT 1 





PATENT NO. 
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APPLICATION NO. 
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AB A method ia disclosed for the treataent of mamaallan retrovirus 

infections, e.g. HIV, using coabinations of retroviral protease inhibitors 
which are effective in preventing the replication of the retroviruses in 
vitro or in vivo. In particular, the invention provides protease 
inhibitor coapda. used in combination therapy with other protease 
inhibitor conpds. Also disclosed is combination therapy with a 
coi&biQation of protease inhibitors and antiviral agents other than 
protease Inhibitors. Preparation and activity of selected inhibitors is 
Included. 
IT 174303-6C-3P 

RL: BAC (Biological activity or ef factor » except adverse) t BSU (Biological 
study, unclassified) I SPN (Synthetic preparation)! THU (Therapeutic use) i 
BIOL (Biological study) i PREP (Preparation)! USES (Uses) 

(retroviral protease inhibitor combloationSf and protease inhibitor 

preparation) 
RN 174303-66-3 CAPLUS 



L4 ANSffBR 19 OF 19 CAPLUS COPYRIGHT 2005 ACS on STN (Continued) 
CN Propanamide, N-( (1S,2R) -3-( (l,3-ben2odioxol-5-ylsulfonyl) (2- 

raethylpropyl) amino] -2-hydroxy-l- (pbenylraethyl) propyl] -2-Bethyl-3- 

(methylsulfonyl)-, (2S)- (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 
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LIS ANSVER 1 07 B CAPLUS OOPYRZGHT 2005 ACS on STN US ANSVSR 1 OF 8 CAPUIS COPYRIGHT 2005 ACS on 5TN (Co&tiautd) 

AN 2001:10084 CAPLUS 
ON 134:71903 

TI Preparation of suIfooylalkanoylamlDo hydroxy* thy lamiQO 

sulfonamide retroviral protease inhibitors 
IN Mtaan, Daniel P.} Dverescenso, Gary A.; rveskea, 

John B.f vazquex, Mlebael L.| Sikorsfci, JasM A.| 

Devadas, Balekudru; Nagarajan, Srinivasant MoConald, Josapb 

J. 

PA G.D. Searlc and Co., USA 

SO U.S., 62 pp., Cont.-in-part of U.S. Sar. No. 401,838, abandoned. 

COD£»: USX3CAH 
DT Patent 
LA English 
FAN. CUT 4 
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APPLICATION NO. 
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OS MARPAT 134:71903 



GI 




AB Sulfoiqrlalkaneylamlae faydroxyethylaaino sulfonamide coiqxls. 

R5S(0)t(CH2)nCHRlCONHCHR2CH(OH}CH2NR3S02R4 (Rl - H, alkyl, alkenyl. 
alJcynyl, hydroxyalkyl, alkoxyalkyl, cyanoalkyl, CM2C0NH2, CH2CH2C0NH2, 
CH2S02NH2, CH2SMe, CH2SCMe, CH2S02Me» R2 - alkyl, aralkyl, alkylthioalkyl, 
arylthioalkyl, cycloalkylalkyl> R3 - alkyl, cycloalkyl, cycloalkylnethylj 
R4 - benzo-fuaed heteroaryl or heterocyclyli R5 - alkyl, alkenyl, alkynyl, 
aryli t - 0-2) vera prepared as retroviral protease inhibitors. 
Thus, N-[2R-hydrexy-3-( <2-methylpropyl) t (1, 3-benzodioxol-5- 
yl) sulfonyl] amino] -IS- (phenylraethyl) propyl] -2S-methyl-3- 
(methylsulfooyl^propanamlda vas prepared and assayed for HIV protease 
inhibitory activity (IC50 - 2 nMi ECSO - 20 nH) . The corresponding 
methylsulfinyl derivative I (claimed compound) showed IC50 values 2 and 7 

nM and 

EC50 values 52 and 80 oH for the tvo Isoraers. 
RE.CHT 59 THERE ARE 59 CITED REFERENCES AVAILABLE FOR THIS RECORD 
ALL CITATIONS AVAILABLE IN THE RE FORMAT 
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1999:733035 CAPLUS 
131:337352 

Preparation of sulfonylnlkAaoylaalno hydroxyatfaylamlno 
sulfonamide r«travlral protcasa inhibitors 
Oataao, Daniel 9.t DaCraseaase, Oary A.i 
John e,t Vaxquex, Michael L.r 01korski, 
Dtfvadaa, Balekudru; Nagarajan, Srinivasanf 1 
J. 

G.O. Searle and Co., USA 
U.S., 59 pp., Cont. -in-part of U.S. 
CODEN: USXXAH 
Patent 
English 



LIS ANS9ER 2 OF 8 CAPLUS COPYRIGHT 2005 ACS on STN 
ALL CITATIONS AVAILABLE IN THE RE FOBMAT 



A.} 

I HcOonald, Joaa^b 



Ser. No. 401,838, abandoned. 
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OS MARPAT 131:337352 




AB Sulfonylalkanoylamlno hydroxyethyiamino sulfonamide con^s. 

R5S(0)t(CH2)nCHRlCONHCHR2CH(OH)CH2NR3S02R4 (Rl - H. alkyl, alkenyl, 
alkynyl, hydroxyalkyl, alkoxyalkyl, cyanoalkyl, CH2C0NH2, CH2CH2O0NH2, 
CH2S02NH2, CH2SMe, CH2SC»!e, CH2S02Me» R2 - alkyl, aralkyl, alkylthioalkyl, 
arylthioalkyl, cycloalkylalkylf R3 - alkyl, cycloalkyl, cycloalkylmethyli 
R4 - benzo-fused heteroaryl or hatarocyeiyli n, t - 0-2) vara prepared as 
ratrovlral protease inhibitors. Thus, N>[2R>hydraxy-3-[ (2- 
methylpropyl) ( (l,3-beniodioxol-5-yl) sulfonyl] amino] -IS- 
(phenylmcthyl) propyl] -2S-methyl-3- (metbylsulfonyl)propanamide (I) vas 
prepared and assayed for HIV protease inhibitory activity (IC50 - 2 nHl ECSO 
- 20 nM). 

RE. CNT 62 THERE ARB 62 CITED REFERENCES AVAILABLE FOR THIS RECORD 
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LIS AHS9SR 3 OF 8 CA?UJS OOfYKtCm 2005 ACS OD STN 
AN 1990:392089 CAPLUS 
ON 129:40987 

TI S«lfoDyl»lk*noyl«mloo hydrojry«tiiylamino sulfonyl ur«8 
derivatives useful as r»trovlr«l protease inhibitors 

IN Vasquas, MlebMl L.i Mueller, Richard A.i Talley. John J.; 
oataan. Denial p.| Dacxateaoie* Owy A.i Sua» Brie T. 

PA G.D. Searle and Co., USA 

SO U.S., 29 pp.. Coat, of U. S. Sar. Ho. 969,616. abandoned. 

CODEN: USXXAH 
DT Patent 
LA SoQlish 
FAN.CNT 1 

PATENT NO. KIND DATS APPLICATION NO. DATS 



PI US S7S6498 A 19980526 US 1996>589563 19960111 

PRAI US 1992-969616 Bl 19921030 

OS MAHPAT 129(40987 

AB sulfoDylalliwieylaalne hydroKyethylanino sulfonyl uraa derivs. 

RSOx (012) tCR20Il21CHRlC (Y)NR6CHR2ai (OH) CH2NR3S0xNR4CR7R7 * (CH2) nR8 {R - 
alkyl, allcenyl, alJcynyl, cycloalJcyl, etc.i Rl R20, R21 - H, CH2S02NH2, 
CH2CX)2Me, baloalkyi, etc.i R2 - al)cyl, aryl, cycloalkyl, etc.; R3 - alJcyl, 
haloalkyl, alkenyl, alkynyl, eto R4 - H. radicals as defined for R3i R6 
- H. allcyli R7. R7' - H, amino acid aid* chains, etc. i R8 - cyano, OK, 
alkyl, alkoxy, atc.r x - 1, 2i t - 0-2i n - 0-6i Y - S, S, NRIS), 
effective as ratrovlral protease inhibitors, and in particular 
as inhibitors of HIV protease (no data), ware prepared E.g., 
N- [ [ [2R- hydroxy 3S-> [ ( 2S-methyl->3> (mathylsulfonyl) -l->oxopropyl] amino} -4- 
phenylbutyl] (3-ffletfaylbutyl) amino] sulfonyl] -2*nathylalanine Et ester vas 
prepared 

HE.CMT 51 THERE ARE 51 CITED REFERENCES AVAILABLE FOR THIS RECORD 
ALL CITATIONS AVAILABLE IN THE RE FORMAT 



LIS ANSVER 4 OF 8 CAPLUS OOPYRIGBT 2005 ACS on STN 
AN 1998:324825 CAPLUS 
DN 129:16390 

TI Preparation of substituted suICooylalfcaneylaMlDO 

hydroxyethylaiaino sulfonamide retroviral protease inhibitors 
IN Sifcorski, Ja»aa A.t Oatuo, Danlal P.i 

Dacraseenxo, Oaxy A.i Owadas, Balafcuctrui rraskea. 

John a.i Lu, Krang-funi Mdtaoald, Joseph J. 
PA G.D. Searle and Co., USA 
SO U.S., 131 pp. 

CODEN: USXXAH 
DT Patent 
LA Sagllsb 
FAN.CNT 1 

PATENT NO. KIND DATE APPLICATION HO. DATE 



PI US 5753660 A 19980519 US 1996-747357 19961113 

PRAI US 1996-747357 19961113 
OS HARPAT 129:16390 

AB SulfonylalfeanoylaBlDo faydroxyetbylaaino sulfonamides 

R5S(0)m(CH2)nCHRlC{:V)NHCHR2CH(OH)ai2NRlS02R4 (W - 0, St a, n - 0, 1, or 
2f Rl - H, alkyl, alkenyl, alkynyl, hydroxyalkyl, alkoxyalkyl, cyanoalkyl, 
NH2COCH2, NH2C0CH2CH2, NH2S02CH2, HeSCH2, MeS0C3I2, MeS02CH2i R2 - alkyl, 
aralkyl, alkylthioalkyl. atyltbioalkyl, cycloalkylalkyli R3 - alkyl, 
cycloalkyl, cycloalkylalkyl; R4 - aryl, hateroaryl, heterocyclyli R5 ■ 
hcteroaryl, beterocyelyl) were prepared as ratrovlral protease 
inhibitors. Thus, M-[2R-hydroxy-3-I (2-methylpropyl) ( (l,3-benzodioxol-5- 
yl) sulfonyl] anino] -IS- (pbenylaethyl) propyl] -2s-inathyl-3-(2- (2- 
pyridyl) etbylsulfonyllpropanaoide vas prepared by alkylation of the 
corresponding 3-mercaptopropanamide with 2- (2-chloroethyl) pyridine 
hydrochloride, followed by S-oxidation The product was assayed for HIV 
protease inhibitory activity (IC50 - 3 nM, EC50 - 6 nM) . 
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AB Sulfonylalkanoylamino hydroxyethylamino sulfonamide conpds. 

R5S(0)t(CH2)aCHRlCONHCHR2CH(OH)CH2NR3S02R4 (Rl - H, alkyl, alkenyl, 
alkynyl, hydroxyalkyl, alkoxyalkyl, cyanoalkyl, C3I2CONH2, CH2C3I2CONK2, 
CS2S02NH2, CH2SHe, OQSOHe, CH2S02Hei R2 - alkyl, aralkyl, alkylthioalkyl. 
arylthioalkyl, cycloalkylalkyl i R3 - alkyl. cycloallcyl, cycloalkylmethyli 
R4 - benzo-fused heteroaryl or heterocyclyli n. t - 0-2) vera prepared as 
ratrovlral protease Inhibitors. Thus. N-[2R-hydroxy-3-( (2- 



L15 ANSWER 5 OF 8 CAPLUS COPYRIGHT 2005 ACS on STN (Continued) 
oetbylpropyl) ( ( l,3-b«nzodioxol-5-yl) sulfonyl) amino) -IS- 
(phenylme thyl) propyl l-2S-methyl-3- {m«thylsulfonyl)propanamide was prepd. 
and assayed for HIV protease inhibitory activity (IC50 - 2 nM; EC50 - 20 
nH) . 
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givan) and tha product oxidizad to giva II (R - 2-(2- 
p/rldyl)athyl9Ulfooyl] . Data for biol. activity of I vara givao. 




AB R5SOt(CH2)nC(:W)NHCHR2CH(OT)CH2NR3S02R4 [1; Rl - H, (un) substituted alkyl, 
alkenyl, etc.; R2 - |ar)alkyl, alkylthioalkyl, aryltbioalkyl, atc.i R3 - 
{cyclo)alkyl, cycloalkylalkyl, atc.f R5 - haterocyclyl(alkyl} , 
(hataro)aryl<alkyl) , atc.i V > 0 or Si n,t > 0-2] vara praparad Thus, 
i2R,35) -PhC3{202CMHCR(CH2Ph)CH(0R)CH2NHCH2CHHa2 (preparation given) vas 

amidated 

by benzodioxole-S-sulfonyl chloride and the deprotectad product amidated 
by (S) -AcSCH2CHMaC02H to give, after deprotection, sulfoaanu.de II (R - 
SH) . The latter vas S-alkylated by 2- (2-chloroetbyl) pyridine (preparation 
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Me OH CH2CH2CHMe2 I 



AB RS02(CH2) tCH2CHRlC(iY)NHa{R2CH(QH)CH2NR3S02R4 (R - alkyl, alkeoyl, aryl, 

etc.; Rl - H, aie2SMe, alkyl, haloalkyl, amino acid side chain, atc.i R2 - 
alkyl, aryl, cycloalkyl, etc.i R3 - H, alkyl, haloalkyl, alkanyl, atc.i R4 
- alkyl, cycloalkyl, aryl, etc.i t - 0, li Y « O, S) and thair salts vara 
prepared as ratrovtral protease inhibitors. Thus, I vas praparad Id 
several steps and shewn to have an IC50 of 3.2 nanomolar vhan tasted 
against HIV protease. 
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AB SuiraqrlalfcaaeylaalDO hydroxyamioo sulfamic acid coapds. (Ii R - 

alkyl, alkanyl, alkynyl, cycloalkyl, hydroxyalkyl, etc.; Rl, R20. R21 - H, 
CH2-S02-NH2. CH2-C02-Me, C02Me, C0NH2, etc.; R2 - alkyl, aryl, cycloalkyl, 
cycloalkylalkyl, etc.; R3 - alkyl, haloalkyl, alkeoyl, alkynyl, 
hydroxyalkyl; R4, RS - H, any group in the definition of R3; R6 - H, 
alkyl; a - 1,2; t - 0, 1, 2; Y - 0, S, NRlSi R15 - H, any group in the 
definition of R31 and their pharmaceutical ly acceptable salts and esters. 
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•ffffctlve as rvtrorvlral protflast inhibitors, and la particular 
as inhibitors of HIV proteasa, arc prapd. K.9., 2(S) -slatbyl*^- 
(Bethylsulfoayl)propioaic acid vas condensad vith tha phanylalaoiae deriv. 
II (prepa. given) in DMF contg. HOBt and 1- (3-dimetliylaninopropyl) -3- 
atbylcarbcxliiaida at 0* for 2 h and at rooa fmp. for 16 h to giv 
the titla compd. III. HI vas tba only titla conpd. prapd. trith data and 
it vas not tasted for biol. activitiaai bovavtr, soaa intamadiatas, «.g.. 
analogs of II, vara testad for thair HZV inhibition activity. 
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